IN THE CLAIMS : 
1-16 (Canceled) 

17. (Currently Amended) A method of treating raised blood lipid levels, said method 
comprising administering to a patient in need of such treating a medicament comprising a 
pharmaceutically effective amount of at least one Na'^/H**' exchange inhibitor and a 
pharmaceutically acceptable carrier. 

1 8. (Currently Amended) The method of claim 17, wherein the Na'^/H'*" exchange 
inhibitor is at least one of: 

h-e^ (a) a benzoylguanidine of the formula 



2 



R(5) 



.N. 



" R(4) 



T 
o 




^R(3) 
R(5) 



O HN, 



\R(3) 



in which: 
R(l)orR(2) 

is R(6)-S(0)n- or R(7)R(8)N-.02S-; 
and the other substituent R(l) or R(2) in each case 

is H, F, CI, Br, (Ci-C4)"alkyl, (CrC4)-alkoxy or phenoxy, 

which is unsubstituted or substituted by 1 - 3 substituents selected from fluorine, 
chorine, methyl and methoxy; 
or the other substituent R(l) or R(2) in each case 

is R(6)-S(0)n or R(7)R(8)Ns 

n is zero, 1 or 2; 
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R(6) is (CrC6)-alkyl, (C5-C7)-cycloalkyl, cyclopentylmethyl, cyclohexylmethyl or 
phenyl, 

which is unsubstituted or substituted by 1 - 3 

substituents selected from fluorine, chlorine, methyl and methoxy; 

R(7)andR(8) 

identically or differently are H or (CrC6)"alkyl; 

or 

R(7) isphenylKCH2)m; 
m is 1 - 4; 

or 

R(7) is phenyl, 

which is unsubstituted or substituted by 1 - 2 substituents selected from 

fluorine, chlorine, methyl and methoxy; 

or 

R(7)andR(8) 

together are a straight-chain or branched (C4-C7)-chain, 

where the chain can additionally be interrupted by O, S or NR(9); 

R(9) is H or methyl; 

or 

R(7)andR(8) 
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together with the nitrogen atom to which they are bonded, are a dihydroindole, 
tetrahydroquinoline or tetrahydroisoquinoline system; 
R(3),R(4)andR(5) 

independently of one another are H or (Ci-C2)-alkyl, 

or 

R(3)andR(4) 

together are a (C2-C4)-alkylene chain; 

or 

R(4)andR(5) 

together are a (C4-C7)-alkylene chain; 
or a pharmaceutically tolerable salt thereof; 

b) a benzoylguanidine of the formula 



R(l) 




in which: 

R(l) io R(1) SOm or R(5)R(6)N S02 ; 
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m is - zero, 1 or-2; 

R(1)andR(5) 

are CI C8 allcyl, C3 C6 olkonyl or CnH2n R(7); 

fi is zero, 1, 2, 3 or 1; 

R(7) io C5 C7 oyoloalkyl or phenyl, 

which ifl unsubstitut e d or substituted by 1 — 3 oubstituents s e l e ct e d 
from F, CI, CF3, methyl, methoxy and NR(8)R(9); 
R(8)andR(9) 

aroHorCl C-l allcyl; 

er 

R(5.) io H; 

R(6) io H or CI CI oUcyl, 
ef 

R(5)QndR(6) 

together ar e d or 5 m e thylen e groups, of which one CH2 group can b e r e placed by 

an O, S, NH, N CIO orN b e nzyl; 
R(2) io hydrogen, F, CI, Br, (CI C^) allcyl , O (CH2)mCpF2p+l or X R(10); 

m is z e ro or 1; 

p is 1,2 or 3; 

X isO,Sor>m.(ll); 
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R(10) is H, CI C6 allcyl, C5 C7 oyoloalkyl} oycloh e xylmethyl; oyolop e ntylm e thyl or 
CnH2n R(12); 

a is z e ro, 1,2,3 or^; 

R(12) is phenyl, 

whioh is unsttbstitut e d or substitut e d by 1 — 3 substitu e nts s e lect e d 
from F, CI, CF3, mothyl, methoxy und >IR(8)R(9); 
R(8) and R(9) 

are H or CI C<l allcyl; 
R(l 1) is hydrog e n or CI C3 alkyl; 
ef 

R(10)andR(ll) 

togeth e r ar e 1 or 5 methyl e ne groups, of whioh on e CH2 group can b e 
replaced by O, S, mi, I>I CHS or N benzyl; 
R(3) — is d e fin e d as R(l), or is CI C6-alkyl, nitro, cyano, trifluorom e thyl, F, CI, Br, I or 

X R(1Q); 

X is 0,SorNR(ll); 

R(10) isH, CI C6 allcyl, C5 C7 cycloallcyl, cyclohexylmethyl, cyclop e ntylm e thyl 
or CnH2nR(12); 

» is zero to 1; 

R(12) is phenyl, 



which is unsubstituted or substitut e d by 1 — 3 substituents s e lected from F, 

CI, CF3, methyl, mothoxy und >JR(8)R(9); 

R(8) andR(9) 

are H or CI Ci allcyl; 
R(ll) is CI C3 allcyl, 
er 

R(10)andR(ll) 

together ar e 1 or 5 methylene groups, of which one CH2 group can be 

replaced by O, S, NH, N CH3 or N benzyl; 
or a pharmaceutically tol e rabl e salt th e reof; 
c) an ortho substituted benzoylguanidine of the formula 

R(2) 



R(4) 



R(5) O 



(1) 



in which: 

R(l) io F, CI, Br, I, CI C6 aUcyl or X R(6); 

X is O, S,NR(7)orYZO; 

¥ isOorNR(7); 



Z io C or SO; 

' R(6) — is H, CI C6 allcyl, C5 C7 oyoloallcyl, oyolohexylmethyl, cyolopentylmethyl, 
(CH2)mCpF2p*l or CnH2n R(8); 

m is z e ro or 1; 

p is4 — 3t 

» is z e ro to A ; 

R(8) — is phenyl, 

which is unsubstitoted or substitut e d by 1 — 3 substitu e nts s e lected 
from tho groupo F, CI, CF3, m e thyl, motfaoxy and NR(9)R(10); 
R(9)andR(10) 

aro H or CI CI alkyl; 
R(7) isHorCl C3 olkyl; 

R(6)QndR(7) 

together or e ' 1 or 5 methylen e groups, of which on e CH2 group can b e replaced by 

O, S, NH, N CH3 orN bcmayl; 

R(3) io H or X R(6); 

X is O, S,NR(7)orYZO; 

R(7) isHorCl C3 aUc>i; 

¥ isOorNR(7); 

wher e Y is bonded to the ph e nyl radical of th e formula I, 
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Z is C or SO; 

— is H, CI C6 alkyl, C5 CI cyoloallcyl, oyclohexylmethyl, cyclop entylmethyl, 

(CH2)mCpF2p+l or CnH2n R(8); 

HI is zero or 1; 

p is4 — 3t 

fi is zero to 1; 

R(8) — is ph e nyl, 

which is unsubstitut e d or substitut e d by 1 3 substituents selected 
from F, CI, CF3, methyl, methoxy and NR(9)R(10); 
R(9)andR(10) 

are H or CI C^ ollcyl; 

R(6)andR(7) 

together are 1 or 5 methyl e ne groups, of which on e CH2 group can be replaced by 

O, S, NH, N CHS or N benzyl; 

R(2)andR(1) 

identically or differently are Pv(ll) SQq or P.(12)R(13)N SQ2 ; 

q is zero 2; 

R(ll) is CI CI allcyl, 

which is unsubstituted or carries ph e nyl as a substituent, 
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where phenyl is unsubstitated or substituted by 1 — 3 substituents sel e cted from F, 

CI, CF3, methyl, mothoxy and NR(9)R(10); 

R(9)andR(10) 



arc H or CI CI allcyl; 
R(12) andR(13) 

are defin e d as R(6) and R(7); 
or one of th e two radicals R(2) or R(4) 

is hydrogen or is defined as R(l); 
R(§) — is H, methyl, CI or methoxy, 
or a phannaoeutioally tol e rabl e salt th e reof; 

d) a benzoylguanidine of the formula 




in which: 



R(l)orR(2) 



is an amino group NR(3)R('1); 



R(3)andR(d) 



identically or diff e rently are H, CI C6 allcyl or C3 C7 oycloalkyl; 

R(3) — is phenyl (CH2)p ; 

f is 0, 1,2, 3 or 1; 
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R(3) — is ph e nyl, 

where th e phenyl in each case is unsubstituted or carries one to two substituents select e d 
from fluorine, chlorin e , methyl and m e thoxy; 

R(3) and R(i) 

togeth e r can b e a straight chain or branched C4 C7 methylene chain, where one 
CH2 m e mb e r of the methyl e n e chain can be replaced by oxygen, S or NR(5); 
R(§) — is H or lower alkyl; 

the other substituent R(l) or R(2) in e ach cas e 

is H, F, CI, CI CI allc>1, CI CI allcoxy, CF3, CmF2mH-l CH2 , benzyl or phenoxy, 
where th e r e spectiv e ph e nyl radical is unsubstitut e d or carri e s one to two 
substituents s e lected from methyl, methoxy, fluorine and chlorin e ; 
m is 1,2 or 3; 

or a pharmac e utically tolerabl e salt thereof ; 

e ) a benzoylguanidine of th e formula 



13 




in which: 

R(l) is R(^) SOm or R(5)R(6)N S02 ; 

m is zero, 1 or 2; 

R(1)andR(5) 

ar e CI C8 aUcyl, C3 C6 allc e nyl or CDH2n R(7); 

s isz e ro,l,2, 3 ofl; 

— io C5 C7 cyoloaUo^l or phenyl, 

whioh is imsttbstitut e d or Bttbstituted by 1 — 3 substitu e nta s e lect e d 
from F, CI. CF3, methyl, mothoxy and NR(8)R(9); 
R(8) and R(9) 

ore H or CI C<l allcyl; 

eip 

R(5) is H; 

R(6) is H or CI CI aUc)4; 
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R(5)andR(6) 

tog e th e r ar e ^ or 5 m e thylai e groups, of which on e CH2 group can b e r e plac e d by 
an O, S, mi, N CH3 or N benzyl; 
R^) — is hydrog e n, straight chain or branched (C5 C8) alkyl, 
CR(13)-CHR(12) or C=CR(12); 
R(12) is phenyl, 

which is imsubstituted or substituted by 1 — 3 substitu e nts s e l e ct e d from F, Cl, 

CF3, methyl, m e thoxy and NR(1^)R(15); 
R(l^)andR(15) 

are H or (Cl C^) alkyl; 

R(12) io (Cl C9) hot o roar>i, 

which is unsubstitut e d or substituted as phenyl, 

ef 

R(12) io (Cl 06) allcyl, 

which is unsubstitut e d or substitut e d by 1 — 3 OH, 

ef 

R(12) is (C3 C8) cycloallcyl; 
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R(l 3) is hydrog e n or m e thyl, 
ef 

R(12) io (C3 C8) oyoloallcyl, (C3 C8) oyoloallcyl (CI CI) da.v/1, phenyl, C6H5 (CI 
CI) allcyl, naphthyl, biphonylyl, 1,1 diphonyl (CI CI) aUcyl, oyolopontadionyl, 
pyridyl, pyrrolyl, furonyl, thiaayl, thiozxilyl, oxozolyl, ind e nyl, quinolyl, indolyl, 
bonzofuronyl, b e nzothionyl, benzotfaiazolyl, bonzoxazolyl, imidazolyl, p>Tazolyl, 
trioaolyl, totrazolyl, iooxazolyl, ioothiozolyl, pyraainyl, pyrimidinyl, pyridazinyl, 
indazolyl, isoqumolyl, phthalazinyl, quinoxalinyl, qumazolinyl or oinnolinyl; 
R(a) — io dofinod ao R(2); 

and wh e r e the aromatio substitu e nts R(2) and R(3) ar e unsubstitut e d or substitut e d by 1 — 3^ 
substituento from the groupo F, CI, CF3, (CI CI) allc>i or alkoxy, or >IR(10)R(1 1) with R(10) 
and R(l 1) b e ing H or (CI CI) allcyl; 

or a pharmaceutioally tol e rabl e salt thereof; 



^ £b} a benzoylguanidine of the formula 



R(l) 



R(2) 



1SIH2 



O 
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in which: 
R(l)orR(2) 

is R(3)-S(0)„- or 

R(4). 

R(5) 



,N— O^S 



the other substituent R(l) or R(2) in each case 

is H, OH, F, CI, Br, I, Ci-C4-alkyi, Ci-C4-alkoxy, benzyloxy or phenoxy, 

which is unsubstituted or carries one to three substituents selected from fluorine, 

chlorine, methyl, methoxy, hydroxyl and benzyloxy, 
R(3)~S(0)n, -NR(4)R(5) or 3,4-dehydropiperidine 

R(3) is Ci-Ce-alkyl, Cs-Cy-cycloalkyl, cyclopentyhnethyl, cyclohexyhnethyl or phenyl, 
which is imsubstituted or substituted by one to three substituents selected 
from fluorine, chlorine, methyl and methoxy; 

R(4)andR(5) 

identically or differently, are H or Ci-C6-alkyl; 

or 

R(4) isphenyl-(CH2)mS 
m is 1,2, 3 or 4; 
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or 

R(4) is phenyl, 

which is unsubstituted or carries one to two substituents selected from 
fluorine, chlorine, methyl and methoxy; 

or 

R(4)andR(5) 

together are a straight-chain or branched C4-C7-chain, where the chain can additionally be 
interrupted by O, S or NR(6), 
R(6) is H or methyl; 
or 

R(4)andR(5) 

together with the nitrogen atom to which they are bonded, are a dihydroindole, 

tetrahydroquinoline or tetrahydroisoquinoline system; 

n is zero, 1 or 2; 
or a pharmaceutically tolerable salt thereof; 
g) an isoquinoline of th e formula 




in which: 

— is hydrog e n, allc}1, cyoloallc>1, arylaUcyl, allcenyl, gubstitutod aniinoallc}i or an aryl or 
heteroar>i ring; 

where the rings are unsubstituted or substitut e d by 1 — 3 groups selected from 
halogen, nitro, amino, mono(lowcg: allcyl)amino, di(lQwer allcyljamino, lower 
allc>1, lower allcoxy, benzyloxy, phenoxy, hydroxy!, trifluorom e thyl, 
— is hydrogen, halog e n, allcyl or aryl; 

which is unsubstituted or substitut e d by 1 — 3 groups s e l e cted from halogen, nitro, 
amino, mono(lower allcyl)amino, di(lower allcyl)amino, low e r allc>1, lower allcoxy, 
b e nzyloxy, ph e noxy, hydroxyl, 

G is 



\R(6) 



X(2),X(3)andX(1) 

independently of one another ar e hydrogen, halogen, nitro, amino, alkyl, sulfonamide, 
mono(lower allcyl)amino, di(lower allcyl)amino, lower allcyl, benzyloxy, hydroxyl; 
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X(l) — is hydrogen, oxyg e n, sulfur or NR(7); 

— is hydrog e n, alkyl, cyoloalkyl, aryiallcyl, alkenyl, substituted aminoallc}! or an 
aryl or a h e t e roaryl ring; 

which rings are unsubstituted or substitut e d by 1 — 3 groups selected from 
halog e n, nitro, amino, mono(lower allcyl)amino, di(low e r allcyl)amino, 
lower alkyl, lower allcoxy, benzyloxy, phenoxy, hydroxyl and 
trifluoromethyl; 

in which substitu e nts each allcyl chain or allcenyl chain can b e interrupted by 
oxyg e n, sulfur or NR(8); 

S:(8) — is hydrogen, allcyl, cycloallcyl, arylallcyl, allc e nyl, substituted aminoallcyl 
or an aryl or h e teroaryl ring, 

which rings are unsubstituted or substitut e d by 1 — 3 groups 
s e l e cted from halogen, nitro, amino, mono(lower allcyl)amino, 
di(low e r allcyl)amino, lower allcyl, low e r allcoxy, benzyloxy, 
ph e noxy, hydroxyl and trifluorom e thyl; 
or a pharmaceutically tol e rable salt th e reof; 



h) a compound of the formula 
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R(l) 




in which: 

R(l) io hydrogen, F, CI. Br, I, N02. C=N, CF3, R(1) SOm or R(5)R(6)N S02 ; 

HI is zero, 1 or 2; 

R(<l) and R(5) 

oro (CI C8) alkyl, (C3 C6) aUcenyl. CnH2n R(7) or CF3; 

H is z e ro, 1, 2, 3 or '1; 

R(?) — is (C3 C7) oyoloalkyl or ph e nyl, 

which is not substituted or is substitat e d by 1 — 3 oubstitu e nts 
solootod from F, CI, CF3. m e thyl, mothoxy and NPv.(8)R(9); 
R(8)andR(9) 

are H or CI Cd ollcyl; 

R(5) ioH; 

R(6) io H or (CI CI) alkyl; 
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R(5)andR(6) 

togeth e r ar e d or 5 methyl e ne groups, of which on e CH2 group can b e r e placed by 

oxyg e n, S, NH, N CH3 orN benzyl; 
R(2) is SR(IO), OR(10), NHR(IO), NR(10)R(11), CHR(10)R(12), 
[CR(12)R(13)OR(13')], (C [CH2 OR(13')]R(12)R(13)] or 
[CR(18)R(17)]p (CO) [CR(19)R(20)]q R(H); 

R(10XR(11) 

id e ntically or differ e ntly 

or e [CHR(16)]g (CH2)p (CHOH)q (CH2)r (CHOH)t R(21) or 
(CH2)p O (CH2 CH20)q R(21), 
R(21) is hydrogen, m e thyl, 
p, q, r identically or diff e r e ntly 
or e z e ro, 1, 2, 3 or 

6 is z e ro or 1; 

t ia 1,2,3 or ^; 

R(12)andR(13) 

identically or diff e r e ntly arc hydrogen, (CI C6) ollcyl or, tog e ther with th e carbon 

atom carrying th e m, are a (C3 - C8) oyoloallcyl, 

R(139 is hydrogen or (CI CI) alkyl; 

R(l^) is H. (CI C6) allc>i (C3 C8) oyoloalkyl or CaH2a R(15); 

a is zero, 1,2,3 or ' 1; 



R(15) is phenyl, 

which is unsubstitut e d or substitut e d by 1 — 3 substitu e nts s e lected 
from F, CI, CF3, m e thyl, m e thoxy and NR(8)R(9); 
R(8)andR(9) 

QroHor(Cl CI) alkyl; 

ef 

R(15) io(Cl C9) heteroaryl, 

which is unsubstituted or substitut e d as ph e nyl, 

R(15) is (CI C6) ollcyl, 

which is unsubstitut e d or substitut e d by 1 — 3 OH; 
R(16), R(17), R(18), R(19) and R(20) 
are hydrogen or (CI C3) alkyl; 
R(3) io defined as R(l), 
ef 

R(3) io (CI C6) allcyl or X R(22); 

X is oxyg e n, S orNR(16); 

R(16) ioHor(Cl C3) alkyl; 
m 

R(22)andR(16) 
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togeth e r are 1 or 5 methyl e n e groups, of which ono CH2 group can b e 
replac e d by oxygen, S, NH, N CH3 or N b e nzyl; 
R(22) is defined as R(11); 
or a pharmaceutically tolerabl e salt ther e of; 

i) a benzoylguanidino of the formula 
R(l) 




R(3) 

O 



^NH2 



*2 

in which: 

R(l) io hydrogon, F, CI, Br, I, 1102, C=b], R(16) CpH2p Oq, R(1) SOm or R(5)R(6)N S02 

m is z e ro, 1 or 2; 

p is zero or 1; 

q is zero, 1, 2 or 3; 

R(16) ioCrF2rfl; 

f ia 1, 2 or 3; 

R(1)andR(5) 

are (CI C8) aUcyl, (C3 C6) alkonyl, CnH2ii R(7) or CF3; 
a is zero, 1,2,3 orl; 
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— io (C3 C7) oyoloalkyl or phenyl, 

which is not substituted or is substitut e d by 1 — 3 substituents 
Delect e d from F, CI, CF3, methyl, methoxy and NR(8)R(9); 
R(8)andR(9) 

ore H or CI 04 alkyl; 

ef 

R(5) Id H; 

R(6) io H or (CI CI) allcyl; 
ef 

R(5)andR(6) 

together or e ^ or 5 m e thyl e ne groups, of which on e CH2 group con b e r e plac e d by 
oxygen, S, NH, N CH3 orN benzyl, 
R(2) — is (CI C9) heteroary, 

which is linlced via C or N and which is unsubstitut e d or substitut e d by 1 — 3- 
substituents select e d from F, CI, CF3, CH3, m e tfaoxy, hydroxyl, amino, 
molhylamino and dimothylomino; 

m 

R(2) io SR(10), OR(IO), >fR(10)R(ll), CR(10)R(11)R(12); 

R(10) io CaH2a (CI C9) het e roaryl, 
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which is imsubstituted or substitut e d by 1 — 3 substituents sel e cted jfrom 
CI, CF3y CH3y methoxy, hydroxyl, amino, methylamino and 
dimethylamino; 

a is zero, 1 or 2; 

R(ll)andR(12) 

independently of one another are d e fined as R(10) or ar e hydrogen or (CI CI) 

R(3) is defined as R(l), or io (CI C6) aUcyl or X R(13); 
X is oxygen, S, or NR(l^); 

R(11) is H or (CI C3) allcyl; 
R(13) is H, (CI C6) alkyl, (C3 C8) cycloalkyl or CbH2b P.(15); 

b is zero, 1^2,3 orl; 

R(13)andR(11) 

together are 1 or 5 methylene groups, of which one CH2 group can be replac e d by 
oxygon, S, NH, N CH3 or N benzyl; 
R(15) is ph e nyl, 

which is unsubstitut e d or substituted by 1 — 3 substitu e nts selected firom F, 

CI, CF3, m e thyl, methoxy and >ni(8)R(9); 

R(8)andR(9) 

arc H or (CI C^) allc>1; 
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or a phannaceutioally tolerabl e salt thereof; 



k) a b e nzoylguanidin e of th e formula 



R(l) 



R(2) 



R(3) 




R(4) 



O 'NH2 



in which: 



one of the oubotituontg R(l), R(2), R(3) or R(d) 



IS an amino group; 



^R(5) 



•C„H2„-R(6) 



R(§^ — is hydrog e n or C(l 6) alkyl; 

fi is zero, 1, 2, 3 or 1; 

R(6) isHorCa alkyl; 

in which one CH2 group can be replaced by 1 sulfur atom or a group NR(7); 
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R(7) — is hydrogen, mothyl or ethyl; 

R(6) — is C(3 8) oyoloallcyl or phenyl, 

which is unsubstituted or carrieG 1, 2 or 3 substituents selected from F, CI, 

Br, mothyl, methoxy, NR(8)Pl(9); 

R(8)andR(9) 

aro H, methyl or e thyl; 

R(5) andR(6) 

together with the nitrog e n atom are a 5 , 6 or 7 m e mbered ring, in which 1 
carbon atom can be replaced by oxygen, S or NR(IO); 
R(10) is H, C(l 3) allcyl or benz}i; 
and the other substituents R(l), R(2), R(3), R(1) in each case are: 

hydrogen, F, CI, Br, I, CN, CF3, N02, CF3 O , CmF2m+l CH2 O or R(ll) CqH3q 

m is 1,2 or 3; 

q is zero, 1, 2, 3 or 1; 

f zero or 1; 

X is oxyg e norNR(12); 

R(12) isHorC(l 3) aUcyl; 

R(ll) is hydrogen, C(l 6) allcyl, C(3 8) cycloalkyl or ph e nyl, 
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whioh is unsttbstitat e d or Gubstitated by 1, 2 or 3 substituents select e d 

from F, CI, CH3, CH3 O and NR(13)R(1^); 

R(13),R(1^) 

are H, methyl or e thyl; 
or a pharmao e utioally tolerable salt thereof; 



1) a b e nzoylguanidin e of th e formula 



R(2). 



'R(3) 



0 






1 






^ 





NH 



R(l), 



H 



ti 

o 



in whioh 

R(l) iaR(^)R(5)NC(X) ; 

X is oxygen, S or N R(6); 

R0)andR(5) 

idontioolly or differently, aro H, (CI C8) allcyl, (C3 C6) allcenyl or CnH2n R(7); 

a is zero, 1, 2, 3 or 'I; 

R(59 — io (C5 C7) oyoloalkyl or phenyl. 
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whioh is unottbstitut e d or substituted by 1 — 3 substitu e nts s e l e cted 

from F, CI, CF3, methoxy and (CI C^) aUcyl; 

ef 

R0)andR(5) 

togeth e r ar e ' 1 or 5 methyl e ne groups, of whioh on e CH2 group oan b e replac e d by 
oxygen, S, NH, N CH3 or N bonzyl; 
R(6) is d e jBn e d aa R(d) or is amidin e ; 
R(2) is H, F, CI, Br, I, (CI C8) alkyl, 1 olkonyl or 1 aU^'nyl, (C3 C8) oyoloallc)4, 

(C3 C8) oyoloallcyl (CI C^) allcyl, phenyl, C6H5 (CI CI) allcyl, naphthyl, biphonylyl, 
1,1 diphonyl (CI CI) allcyl, oyolopentadimiyl, pyridyl, thiopyridyl, p^Trolyl, furanyl, 
thienyl, thiazolyl, oxazolyl, indonyl, quinolyl, indolyl, bonzofiiranyl, bonzothi e nyl, 
bonzothiazolyl, benzoxozolyl or W R(8); 

W is oxyg e n, S or NR(9); 

R(8) — is H, (CI C6) alkyl, (C5 C7) oyoloalkyi, cyclohoxylmethyl, 
cyclop o ntyhnothyl, (CH2)mCpF2p H or CqH2q R(10); 

m is z e ro or 1; 

p is 1, 2 or 3; 

q is zero, 1, 2, 3 or d; 

R(10) is phenyl. 
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which is unsubstitot e d or substitut e d by 1 — 3-substituents 
select e d from F, CI, CF3, methyl, methoxy and 
m(ll)R(12); 
R(ll)andR(12) 

arc H or (CI Cd) allyl; 

R(Q) io H or (CI C3) alkyl; 
R(8)andR(Q) 

together are 1 or 5 m e thyl e n e groups, of which on e CH2 group con b e 
roplaood by oxygon, S, T>IH, N CH3 or N benzyl; 

R(3) io H, F, CI, Br, I, (CI C6) alkyl or W R(8) as defined for R(2), 

or a pharmaoeutioally tolerabl e salt thareof; 
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m) a b e nzoylguanidin e of th e formula 



R(l) 



R(2) 




R(3) 




O 



NH2 



in which: 

R(1XR(2),R(3) 

are hydrogen, F, CI, Br, I or (CI C12) alkyl; 

one of the substitu e nts R(l), R(2) or R(3) 

is N3, CN, OH or (CI CIO) alkyloxy, if at least on e of th e r e maining substituents R(l), 
R(2) or R(3) is a sufficiently hpophiUc allcyl radical having 3 to 12 carbon atoms; 

on e of the substituents R(l), R(2) and R(3) 
is Ps.(1) CnH2n Om ; 

m is zero or 1; 

n is zero, 1,2 or 3; 

R(4^ — isCpF2p+l; 
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p is 1, 2 or 3, if n is z e ro or 1; 

ef 

R(4) — is (C3 CI 2) oyoloallcyl, ph e nyl, pyridyl, quinolyl or isoquinolyl, wh e r e th e 

aromatic and heteroaromatio ring syst e ms are unsubstituted or substituted by a 
substituent selected from F, CI, CF3, methyl, methoxy and NR(5)R(6); 
R(5) andR(6) 

are hydrogen or (CI C4) allcyl; 
or on e of the substitu e nts R(l), R(2) and R(3) 
is C=CR(5) or C[R(6)] - CR(5); 
R:(§) — is phenyl, 

which is unsubstituted or substituted by 1 — 3 substituents selected from F, 
CI, CF3, methyl, methoxy, hydroxyl, amino, mothylamino and 
dimethylamino, 
(CI C9) heteroaryl, 

which is unsubstituted or substitut e d as phenyl, 

ef 

R(5) is (CI C6) allcyl, 

which is unsubstituted or substituted by 1 3 OH; 

Of 

R(53 — is (C3 C8) cycloallcyl, 
R(6) — is hydrogen or m e thyl; 
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R(2) 


R( 


1) 




m 


R 


(4) 




(1) 



in which: 

R(l) is hydrogen, F, CI, Br, I, N02, C^N, Xo (CH2)p (CF2)q CF3, R(5) SOm, R(6) CO or 
R(6)R(7)N S02 , where 

X is oxyg e n, S or NR(1'1); 

m is zero, 1 or 2; 

e is zero or 1; 

p is z e ro, 1 or 2; 

q is zero, 1, 2, 3, 4, 5 or 6; 

R(5) andP.(6) 

are (CI C8) alkyl, (C3 C6) aUcenyl, CnH2n R(8) or CF3; 

s is zero, 1,2,3 or ^; 

R:(8) — is (C3 C7) oycloalkyl or phenyl, 
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which is not substitated or is substitut e d by 1 — 3 sub s titaents 
s e lected from F, CI, CF3, mothyl, mothoxy and NR(9)R(10); 
R(9)andR(10) 

are H or CI CI ollcyl; 

ef 

R(6) is H; 

R(7) is H or (CI CI) allcyl; 

Of 

R(6)andR(7) 

tog e ther ar e -1 or 5 m e thylen e groins, of which on e CH2 group can b e r e plac e d by 
oxygon, S, NH, >I CH3 orN b e nzyl; 

R(3)4s 

O 



-(C),- (CHOH)j— (CBj), (CHOH), R(ll) 
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o 

// ^ 



(C)^- (CHOH) — (CH2) — (CHOH),— R(ll) 




(C),-(CHOH)— (CH,).— (CH O H)^^— 
Y- 



¥ is oxyg e n, S or NR(12) ; 

R(ll)andR(12) 

ar e hydrog e n or (CI C3) all ^ 

fe is zero or 1; 

i, j andlc 

ind e p e nd e ntly are z e ro, 1, 2, 3 or '1; 
but wh e re h, i and k ar e not simultaneously zero, 
R(3) — is defin e d as R(l), or is (CI C6) allcyl or X R(13); 
X is oxygen, S orNR(l^); 

R(11) isHor (CI C3) olkyl; 

R(13) ioH, (CI C6) allcyl, (C3 C8) oyoloalkyl or CbH2b R(15); 
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R(13)andR(11) 

tog e ther ar e 4 or 5 methyl e n e groups, where on e CH2 group can be 

r e plac e d by oxygen, S, NH, N CH3 or N b e nzyl; 

R(15) is phenyl, 

which is unsubstituted or substitut e d by 1 — 3 substitu e nts s e lected 
from F, CI, CF3, methyl, mcthoxy and >nR.(9)R(10); 
R(9)andR(10) 



are H or (CI C^) alkyl; 
R0) Id hydrogen, OR(16) or mCiejRCl?); 
R(16)andR(17) 

independently are hydrog e n or (CI C3) alkyl; 
or a pharmaoeutioally tol e rable salt th e reof; 

p) ab e nzoylguanidine of tii e formula 



R(l) 




O 



R(4) 
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in whioh: , 

R(l) is R(6) CO or R(7)R(8)N CO; 

R(6) io (CI C8) aUcyl, (01 08) perflnoroalkyl, (C3 C8) aUccaiyl or CnH2n R(Q); 
fi is zero, 1,2,3 or^; 

R(9) — is (03 08) oyoloalkyl, phenyl, biph e nylyl or naphthyl, 

where the aromatios ar e not substitut e d or ar e substitat e d - by-l — 3- 
substituents select e d from F, 01, 0F3, m e thyl, m e thoxy and 
NR(10)R(11); 
R(10)andR(ll) 

areH, (01 01) alkyl or (01 01) porfluoroallcyl; 
R(7) is H, (01 08) aUcyl, (CI C8) porfluoroallcyl, (C3 08) allconyl or OnH2n R(12); 
a is zero, 1,2,3 or ' 1; 

R(12) is (03 08) cycloalkyl, phenyl, biphenylyl or naphthyl, 

whar e th e aromatios are not substitut e d or ar e substitut e d by 1 — 3- 
substitu e nts sel e ct e d from F, 01, CF3, methyl, m e thoxy and 
hfR(13)R(ld); 
R(13)andR(11) 

oro H, (01 01) allcyl or (01 01) porfluoroallcyl; 
R(8) io H, (01 01) aUcyl or (01 01) porfluoroallcyl; 
ef 

R(7)andR(8) 
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together ar e 1 or 5 m e thyl e n e groups, of whioh on e CH2 group can be replaced 
by oxygen, NH, N CH3 or N benzyl; 
R(2) is defined as R(l), or io H, F, CI, Br, I, CN, N02, (CI C8) allcyl, (CI C8) porflnoroaUcyl, 
(C3 C8) alkenylor CnH2nR(15); 
ft is zero 1, 2, 3, 4; 

R(15) is (C3 C8) oyoloallcyl, phenyl, biphenylyl or naphthyl, 

wh e r e the aromatics are not substitut e d or ar e substituted by 1 — 3- 
substituents selected from F, CI, CF3, methyl, methoxy and NR(16)R(17); 
R(16)andR(17) 

are H, (CI C4) allcyl or (CI C4) p e rfluoroallcyl; 

R:(3) — is (CI C9) het@roar>i, 

which is linlced \ia C or N and which is unsubstituted or substituted by 1 — 3- 
substitu e nts s e lected from F, CI, CF3, CH3, methoxy, hydroxyl, anodno, 
methylamino and dim e thylamino; 

R(2) isSR(18), 0R(18), I>ni(18)R(19), CR(18)R(19)R(20); 
R(18) is CaH2a(Cl C9) hoteroaryl, 

which is unsubstituted or substituted by 1 — 3 substituents s e lected from F, 
CI, CF3, CH3, methoxy, hydroxyl, amino, methylamino and 
dimethylamino; 
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a is z e ro, 1 or 2; 

R.(19) andR(20) 

independ e ntly of one another are defined as R(18) or ar e hydrog e n, (CI C ' 1) allcyl 
or (CI Cd) p e rfluoroallcyl; 

er 

R(2) is Rill) SOm or R(22)R(23)N S02 ; 
m is 1 or 2; 

R(21) is (CI C8) allcyl, (CI C8) porfluoroaUcyl, (C3 C8) allcenyl, CnH2n R(21), 
H is zero, 1, 2, 3 or 4; 

R(21) is (C3 C8) cyoloallcyl, phenyl, biphenylyl or naphthyl, 

where the aromatios are not substitut e d or are substitut e d by 1 — 3- 
substituents selected firom F, CI, CF3, m e thyl, m e thoxy and 
NR(27)R(28); 
R(27) andR(28) 

ar o H, (CI CI) allcyl or (CI CI) perfluoroallcyl; 
R(22) is H, (CI C8) allc>i (CI CS) porfluoroaMc>4, (C3 C8) aUcenyl, CnH2n R(29); 
n is zero, 1,2,3 or 'I; 

R(29) is (C3 C8) oyoloallcyl, ph e nyl, biphenylyl or naphthyl, 

where the aromatios are not substituted or ar o substituted by 1 — 3- 
substituents s e lected firom F, CI, CF3, methyl, m e thoxy and 
NR(30)R(31); 



R(30)andR(31) 

are H, (CI C^) aUcyl or (CI CI) porfluoroaUcyl; 
R(23) io H, (CI CI) oUcyl or (CI 01) parflnoroalkyl; 
ef 

R(22)andR(23) 

together ore 1 or 5 methyl e n e groiqjs, of which on e CH2 group oan b e r e placed 
by oxygen, S, NH, N CH3 or N benzyl; 

) is R(33)X ; 

X io oxygen, S, NR(31), (D-0)A , NR(31)C-MN(i')R(35) ; 

M is oxygen or S; 

A is oxygen orNR(34); 

D is C or SO; 

R(33) io (CI C8) allcyl, (C3 C8) alkenyl, (CH2)bCdF2d4l, CnH2n R(36), 

b is zero or 1 ; 

4 io 1,2,3, 1,5, 6 or 7; 

a is z e ro, 1, 2 , 3 or 1; 

R(36) io (C3 C8) oyoloalkyl, ph e nyl, biphonylyl or naphthyl, 

wh e re th e aromatios are not substituted or arc substituted by 1 — 3- 
oubotituonto oeleot e d from F, CI, CF3, m e thyl, metiioxy and 
NR(37)R(38); 
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R(37)andR(38) 

ar e H, (CI CI) aUcyl or (CI C^) porfluoroaUcyl; 
R(31) is H, (CI CI) alkyl or (CI C^) porfluoroallc>4; 
R(35) io dofinod as R(33); 
m 

R(33)andR(31) 

tog e th e r or e <1 or 5 methylene groiqjs, of whioh one CH2 group oan b e 
replac e d by oxygai, S, NH, N CH3 or N b e nzyl; 

where A and NC*) are bond e d to the phenyl nucleus of th e b e nzoylguanidin e 

par e nt struoture; 

ef 

R(2) is SR(^0), OR(^0), >JHR(10). NR(^0)R(11), CHR(dO)R(12), C[R(12)R(^3)OH], 

C=CR(<I5), CR(16)-CHR(15), [CR(d7)R(18)]u (CO) [CR19)R(5Q)]v R(^<l); 
R(10),R(11) 

idontioally or difforontly ar e (CH2)p (CHQH)q (CH2)r (CHOH)t R(51) or 
(CH2)p O (CH2 CH20)q R(51); 
R(51) is hydrogen or methyl; 

is 1,2,3 or'1; 

V is zero, 1,2,3 orl; 

id e ntically or diff e rently are z e ro, 1, 2, 3 or d; 
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R(12) and R(^3) 

identically or differently ar e hydrogen or (CI C6) alkyl; 

eaF 

R(12)andR(13) 

tog e ther with the carbon atom canying thenoi form a (C3 C8) cycloallcyl; 
R(11) in H, (CI C6) alkyl, (C3 C8) cycloallc}4 or CeH2e R(15); 

« is z e ro, 1,2,3 ox 4; 

R(45) is ph e nyl, 

which is nnsubstituted or substituted by 1 — 3 substituents from the group 
consisting of F, CI, CF3, methyl, methoxy and NR(52)R(53) where 
R.(52) and R(53) are H or (CI Ci) alkyl, or 
R(15) is (CI C9) heteroar}^, 

which is unsubstituted or substituted as phenyl; 

R(i5) is (CI C6) allcyl, 

which is unsubstituted or substituted by 1 — 3 OH; 
R(16), R(17), R(18), R(d9) and R(50) 
are hydrog e n or methyl; 

R(2) is R(55) NH S02 ; 
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R(55) ioR(56)R(57)N (C-Y) ; 

¥ io oxygen, S or NR(58); 

R(56)andR(57) 

id e ntically or differently are H, (CI C8) aUcyl, (C3 C6) aUcenyl or 
Cffl2fR(5Q); 

I is zero, 1, 2, 3 or A; 

R(59) is (C5 C7) oydoalkyl or pheny l, 

whioh is xinsubstitttt e d or substituted by 1 — 3 substitu e nta 
oeleoted from F, CI, CF3, mothoxy and (CI CI) allcyl; 

ef 

R(56)andR(57) 

together or e ' 1 or 5 methyl e n e groups, of whioh on e CH2 group can b e 
replac e d by oxyg e n, S, NH, N CH3 or N b e nzyl; 
R(58) is defined as R(56) or io omidine; 

R(3),R(^)andR(5) 

indep e nd e ntly of on e another are defin e d as R(l) or R(2); 
or a pharmaoeutioally tol e rable salt th e r e of; 



q) a benzoylguanidine of the formula 
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R(l) 




R(2). 



R(4) 



T 

o 



NH, 



(1) 



in which: 



R(l) is hydrogen, F, CI, Br, I. N02, CbN, Xo (CH2)p (CF2)q CF3, R(5) SOm , R(6) CO , 
R(6)R(7)NCQ orR(6)R(7)NSQ2; 
X is oxygen, S orNR(l^); 



iH is z e ro, 1 or 2; 



is z e ro or 1: 



is z e ro, 1 or 2; 



q is zero, 1, 2, 3, 4, 5 or 6; 

R(S)QndR(6) 

ar e (CI C8) aUcyl, (C3 C6) alk e nyl, CnH2n R(8) or CF3; 

fi is zero, 1,2, 3 or d; 

R(8) — is (C3 C7) oyoloallcyl, ph e nyl, 

which is not substituted or is substitut e d by 1 to 3 substituents 
selected from F, CI, CF3, methyl, methoxy and NR(9)R(1Q); 
R(9)andR(10) 
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aroHor(Cl Cd) ollcyl; 

R(6) io hydrog e n; 

— io hydrogon or (CI CI) allcyl; 

ef 

R(6)andR(7) 

tog e th e r ar e ^ or 5 methyl e ne groups, of which on e CH2 group oan be r e plac e d by 
oxyg e n, S, NH, N CH3 orN b e n2yl; 

R(2) is 




R(ll) 



R(ll) io (CI C9) het e roaryl, 

which is link e d via C or N and which is unoubatituted or substitut e d by 1 
to 3 oubotituentD selootod from F, CI, CF3, CH3, methoxy, hydroxyl, 
amino, mothylamino, dimethylomino and b ^aj^t 

¥ io oxygen, S orNR(12); 

R(12) io H or (CI CI) alkyl; 
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— is defined ao R(l); 

ef 

R(3) io (CI C6) oUcyl or X R(13); 

X is oxygen, S orNR(14); 

R(l^) is H or (CI C3) oUcyl; 

R(13) is H, (CI C6) aUcyl, (C3 C8) oyoloallcyl or CbH2b R(15); 

b is z e ro, 1,2,3 or 4; 

ef 

R(13)andR(14) 

tog e th e r or e ' 1 or 5 m e thylen e groups, of which one CH2 group oan b e 
r e plac e d by oxygen, S, NH, N CH3 or N b e nzyl; 
R(15) is ph e nyl, 

which is unsubstituted or substituted by 1 — 3 substitu e nts sel e cted 
firom F, CI, CF3, methyl, methoxy and NR(Q)R(10); 
R(9)andR(lQ) 

ore H or (CI CI) alkyl; 
R(4) — is hydrogen, QR(16), NR(16)R(17) or CrF2r+l; 
R(16)QndR(17) 

independently ar e hydrogen or (CI C3) allcyl; 

f is 1, 2, 3 or ' l ; 

or a pharmaoeutioally tolerable salt ther e of; 
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r) a benzo fused 5 member e d ring heterocycle of the formu te 



in which: 

X is Nor CR(6); 

¥ is oxygen, S or NR(7); 

AjB — tog e th e r are a bond 
ef 

A5-B — are both hydrogon, if X is simultanoously CR(6) and Y io NR(7); 
ono of tho substituonto R(l) to R(6) io a CO N^C(NH2)2 group; 
tho othca: substituonts R(l) to R(6) in oaoh oase 



aro hydrogen, F, CI, Br, I or (CI C6) aUo/1; 
up to two of tho other substituonts R(l) to R(6) 

aro CN, N02, N3, (CI CI) alkyloxy or CF3; 
up to one of the other substituents 

is R(8) CnH2n Z ; 




R(5) 



ift is zero to 10; 

wh e re the alkylene chain CnH2n is straight chain or braached and where on e 
carbon atom can be r e plac e d by an oxygen or sulfur atom or by a nitrog e n atom; 
R(83 — is hydrogen, (C2 C6) allcenyl or (C3 CIO) cycloallc}1, 

which is unsubstituted or substitut e d by 1 to 1 m e thyl groups or an OH 
group, or can contain an ethylene group CH~CH , and in which on e 
m e thylen e group can be r e plac e d by an oxyg e n or sulfur atom or by a 
nitrogen atom; 

R(8) — is phenyl, 

which is unsubstituted or substituted by 1 to 3 substituents select e d from 
F, CI, Br, I, CF3, CH3 S(0)s or R(9) Wy ; 

s is zero, 1 or 2; 

R(9) — is H, methyl, ethyl, 

W is oxygen or NR(IO); 

R(10) — is H or methyl; 
y is z e ro or 1; 

e¥ 

R(8) — isCmF2m+l; 
m is 1 to 3; 
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R(8) — is 1 or 2 naphthyl, pyridyl, qiiinolyl or isoquinolyl; 

Z is CO, CH2 or [CR(ll)(OH)]q ; 

q is 1, 2 or 3; 

R(ll) is H or methyl; 

Z is oxyg e n or NR(12) ; 

R(12) is H or m e thyl; 

OF 

Z is S(0)s ; 

s is z e ro, 1 or 2; 

er 

Z is S02NR(13) ; 

R(13) is H or (CI C^) aUcyl; 
R(7) is hydrogen, (CI CIO) allyl, (C2 CIO) allcenyl or R(8) CnH2n ; 
or a pharmaceutioally tolerable salt thereof; 

s) a benzoylguanidine of the formula 
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R(2) 




in which: 
R(l),R(3)orR(1) 

is >m.(6)C-XNR(7)R(8); 

X is oxygen or S; 

R(6) — io hydrogen, (CI C8) alkyl, (CI C8) perfluoroaUcyl, (C3 C8) alkonyl or 
CnH2n R(9); 

a is zero, 1, 2, 3 or 4; 

R(9) — is (C3 C8) oyoloallcyl, phenyl, biph e nylyl or naphthyl, 

wher e th e aromatios are not substitut e d or ar e substitut e d 

by4 — 3 substitu e nts sel e ct e d from F, CI, CF3, m e thyl, 

methoxy and NR(10)R(1 1); 

R(lQ)andR(ll) 

areH, (CI C4) allcyl or (CI Cd) perfluoroaUcyl; 

R(7) is hydrog e n, (CI C8) allc>i, (CI C8) perfluoroallcyl, (C3 C8) allconyl or 

CoH2o R(12); 

0 is z e ro, 1, 2, 3 or '1; 
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R(12) is (C3 C8) oyoloallcyl, ph e nyl, biphenylyl or naphthyl, 

where the aromatics are not substituted or are substituted 
fey4 — 3 substitu e nts s e l e cted from F, CI, CF3, m e thyl, 
methoxy and ]>JR(13)R(11); 
R(13)andR(11) 

are H, (CI CI) allcyl or (CI CI) porfluoroallcyl; 

R(8) is defin e d as R.(7); 
ef 

R(7)andR(8) 

tog e th e r are 1 or 5 methylene groups, of which on e CH2 group can be 

r e placed by oxygen, S, NH, N CHS or N benzyl; 
the remaining substituents R(2), R(3), R(1), R(5) or R(l), R(2), R(^), R(5) or R(l), R(2), R(3), 
R(5) in e ach case 

independently of one another ar e hydrogen, F, CI, Br, I, Ota(Cl C8) allcyl, Otb(C3 C8) 

ailc e nyl, 

Otc(CH2)bCdF2d+l, OtdCpH2pR(18), 
or up to 2 groups CN, N02, ^JR(16)R(17), 

b is zero or 1; 

d is 1, 2, 3, 5, 6 or 7; 

ta is z e ro or 1; 

^b is zero or 1; 
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te is zero or 1; 

td is zero or 1; 

f is zero, 1, 2, 3 or d; 

R(18) is (C3 C8) cycloallcyl, ph e nyl, biphenylyl or naphthyl, 

wh e r e th e aromatics ar e not substituted or ar e substitut e d by 1 — ^ 
substituents selected from F, CI, CF3, mothyl, methoxy and NR(19)R(2Q); 
R(19)andR(20) 

are hydrogen or (CI CA) allcyl or (CI CI) perfluoroallcyl; 

R(16) is hydrogen, (CI C8) allcyi, (CI C8) perfluoroallc}i, (C3 C8) aHconyl, CqH2q 

q is zero, 1, 2, 3 or ^; 

R(21) is (C3 C8) oyoloallcyl, phonyl, biphenylyl or naphthyl, 

where the aromatics are not substituted or are substituted by 1 — 3' 
substituents from the group F, CI, CF3, methyl, mothoxy or 
l>ni(22)P.(23), 

R(22) andR(23) are hydrogen, (CI CI) allcyl or (CI CI) 

perfluoroallcyl; 

R(17) is hydrogen, (CI C8) allcyl, (CI C8) porfluoroallc}^, (C3 C8) allcenyl, CrH2r 
¥ is zero, 1, 2, 3 or 1; 

Pi>(21) is (C3 C8) cyoloallcyl, phonyl, biphenylyl or naphthyl, 
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where th e aromatics ar e not substitut e d or ar e substituted by 1 — 3- 
substitu e nts selected Jfrom F, CI, CF3, m e thyl^ methoxy and 
NR(25)R(26); 
R(25)andR(26) 

are hydrog e n, (CI C ^ l) alkyl or (CI C4) perfluoroalkyl; 



togeth e r ar e 4 or 5 m e thylen e groups, of which on e CH2 group can be replaced by 
oxyg e n, S, NH, N CH3 or N benzyl; 



R(16) and R(17) 



or a pharmaceutioally tol e rable salt th e r e of; 



t) a diacyl substitut e d guanidin e of th e formula 




X(l) 



X(2) 



in which: 



X(l) and X(2) are 



R(101) 

R(102).A^ {C[R(A) R (B)]} 



R(103)' 



R(105) 



R(104) 



ioz e ro, 1,2,3 or^; 

R(A)andR(B) 

ind e p e nd e ntly of on e another are hydrog e n, F, CI, Br, I, CN, OR(106), (CI C8) alkyl, 

(C3 C8) oyoloaUcyl, Qzlc(CH2)alCzmF2zm+l,NR(107)R( 108), phenyl orbonz>4, 
wh e r e th e oromatiog or e not subtrtitttted or are substitut e d by 1 — 3 substitu e nts 
selected from F, CI, CF3, m e thyl, m e thoxy and NR(1Q9)R(1 10); 
R(109)andR(110) 

ar e hydrog e n, (CI C-l) alkyl or (CI C4) p e rfluoroallcyl; 

zl is z e ro, 1,2,3 or 4; 

is z e ro or 1; 

ssa is 1, 2, 3, A, 5, 6, 7 or 8; 

R(106) 

is hydrogen, (CI C8) aUcyl, (CI C8) p e rfluoroalkyl, (C3 C8) aUcenyl, (C3 C8) 
oyoloallcyl, ph e nyl or benzyl. 
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wh e re the aromatios are not Gubstituted or are substituted by 1 — 3- 
substituents s e lect e d from F, CI, CF3, methyl, methoxy and 
MR(111)R(112); 
R(lll)andR(112) 

or e hydrogen, (CI C ' 1) alkyl or (CI C'l) p e rfluoroallcyl; 



R(107)andR(108) 

tog e th e r ar e 4 or 5 m e thylai e groups, of whioh on e CH2 group oon b e r e plac e d 

by oxygen, S, NH, N CH3 or N b e nzyl; 



R(107)andR(lQ8) 



ind e p e nd e ntly of one onolh e r ar e d e fin e d as R(106), 



X(l)andX(2)are 



R(102) 




R(101) 



{C[R(A)R(B)]}t^ 




R(B) 

{C[R(A)(B)]} 



R(103) 



R(A) 



R(105) 



R(104) 



T2a andT2b 

independ e ntly of one another are zero, 1 or 2; 

whor o the double bond can have th e (E) or (Z) configuration; 



6f 



X(l)andX(2)are 



R(Y1) 



R(Y2) 




{C[R](A)R(B)]}^3 



R(lOl) / R(U2) R(D) 
R(U1) 



53 is zero, 1 or 2; 

U, YY and Z 

independently of one another are C or 

where U, YY, Z can carry the following number of substituents: 



U,YYorZ 



Bonded in the ring to a 
doubl e bond 

^. — yes 

: ee 



Number of permitted substituents 
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■yea 



-N 



R(D) ia hydrogon, (CI C8) allcyl or (CI C8) p e rfluoroallcyl. 
R(U1), R(U2), R(Y1), R(Y2), R(Z1), R(Z2) 

indopcgidontly of ono anothcar oro hydrogen, F, CI, Br, I, CN, 0R(1 11), (CI C8) allc>1, 
(C3 C8) oyolooUc}!, QzIca(CH2)zlaCzmaF2zma^^-l, ^[R(115)R(116), phenyl or bonzyl, 
wher e th e oromatioa ore not substitut e d or aro oubotitut e d by 1 — 3 substitu e nts 
Dolootod from F, CI, CF3, mothyl, methoxy, >JR(1 17)R(118), 
R(117)andR(118) 

oro hydrog e n, (CI C^) allcyl or (CI C'1) porfluoroollcyl, 

sska is z e ro or 1; 

zla is zero, 1,2,3 orl; 

saa — is 1, 2, 3, 1, 5, 6, 7 or 8; 



is hydrogen, (CI C8) aUc>i, (CI C8) perfluoroaUcyl, (C3 C8) aUconyl, (C3 C8) 

oyoloollcyl, phcaiyl or benzyl, 

wh e re Ih e aromatios ore not substituted or ar o substitut e d by 1 — 3- 
substituonts oelooted from F, CI, CF3, mothyl, methoxy and 
1>IR(119)R(120); 
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R(119)andR(120) 

are hydrogen, (CI C4) allcyl or (CI C4) perfluoroalkyl; 
R(l 15) and R(l 16) independently of one another are defin e d as R(l 11); 
ef 

R(115) andR(116) 

together are 4 or 5 methyl e n e groups, of which on e CH2 group oan b e replaced by 

oxyg e n, S, NH, N-CH3 or N benzyl; 
but wher e the constitution of U is nitrog e n (N), YY is nitrogen (N) and Z is carbon (C) is 
excluded, 

R(lOl), R(102), R(103), R(101) and R(105) 

independ e ntly of on e anoth e r ar e hydrogen, F, CI, Br, I, C=:N, Xzoa (CH2)2pa 
(CzqaF2zqa+l), R(l 10a) SOzbm, R(l 10b)R(l 10c)N CO, R(l 1 la) CO or 
R(112a)R(113a)N S02 , 

where th e p e rfluoroallcyl group is straight chain or branch e d, 

X is oxygen, S or NR(114a); 

R(111a) 

is H or (CI C3) aUcyl; 

zea is zero or 1; 

zbm — is zero, 1 or 2; 

is zero, 1,2,3 or A; 

2qa is 1,2, 3,1,5, 6, 7 or 8; 

59 



R(l lOaX R(l 10b), R(l 1 la) and R(l 12a) 

independently of on e another are (CI C8) allc>d, (C3 C8) allcenyl, 
CznH2zn R(115a) or (CI C8) porfluoroallcyl; 

^ is zero, 1,2,3 orl; 

R(115a) 

is (C3 C8) cycloallcyl, phenyl, biphenylyl or naphthyl, 

where the aromatics are not substitut e d or are subotituted by 1 — 3- 
substituents selected from F, CI, CF3, m e thyl, methoxy and 
NR(116a)R(117a); 
R(116a)andR(117a) 

are hydrogen, (CI CI) porfluoroallcyl or (CI C4) alkyl; 

er 

R(l 10b), R(l 1 la) and R(l 12a) 

are hydrogen; 
R(110c)andR.(113a) 

indopondontly are hydrogen, (CI CI) porfluoroallc>4 or (CI Cd) allcyl; 

eB 

R(l 10b) and R(l lOo) and R(l 12a) and R(l 13a) 

together are 1 or 5 m e thyl e ne groups, of which one CH2 group can bo replaced by 
oxygen, sulfur, NH, N CH3 or N benzyl; 

Of 
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R(lOl), R(102), R(103), R(101), R(105) 

independently of one another are (CI C8) allc>4, CzalH2zalR(l 18a) or (C3 C8) alkenyl, 

2d is zero, 1, 2, 3 or 1; 

R(118a) 

is (C3 C8) oycloallcyl, phenyl, biph e nylyl or naphthyl, 

wher e the aromatics ar e not substituted or ar e substituted by 1 — ^ 
substituents from the group consisting of F, CI, CF3, methyl, methoxy or 
>JR(119a)R(119b); 
R(119a)andR(119b) 

are hydrog e n, (CI CI) allcyl or (CI Cd) p e rfluoroallcyl; 

R(lOl), R(102), R(103), R(101), R(105) 

independently of one another are (CI C9) heteroaryl, 

which is linlced via C or N and which is unsubstitut e d or substituted by 1 — 3^ 
substituents from th e group consisting of F, CI, CF3, CH3, methoxy, hydroxyl, 
amino, methylamino and dimethylamift et 

R(101), R(102), R(103), R(101), R(105) 

independently of one another are C=C R(193); 
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is phenyl which is not substituted or is substituted by 1 — 3 substitu e nts from the 
group oonsisting of F, CI, CF3, methyl, methoxy or NR(191)R(195); 
R(191)andR(195) 

are hydrogen or CHS; 

er 

R(101X R(102X R(103), R(101X R(1Q5) 
independently of on e another ar e 

Y para C6Hd (CO)zh (CHOH)zi (CH2)zj (CHOH)zlc R(123), 

Y meta C6Hi (CO)zad (CHOH)za e (CH2)zaf (CHOH)zag R(121) 

Y ortho C6H1 (CO)zah (CHQH)zao (CH2)zap (CHOH)zalc R(125); 
¥ is oxyg e n, S or NR(122d) ; 

zh, zad, zah 

independ e ntly are z e ro or 1; 
zi, zj, zk, za e , zaf, zag, zao, zap and zalc 

independ e ntly are zero, 1, 2, 3 or 1; 
but wh e re in each case 

zh, zi and zlc are not simultan e ously zero, 

zad, zae and zag ar e not simultaneously zero, and 

zah, zao and zalc ar e not simultan e ously zero, 
R(123), Rim) R(125) and R(122d) 
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independently are hydrog e n or (CI C3) allcyl; 

R(lOl), R(102), R(103), R(101) and R(1Q5) 

indopondontlyofone another are SR(129X OR(130X NR(131)R(132) or 
CR(133)R(13'1)R(135); 
R(129), R(130), R(131) and R(133) 

independently ar e CzabH2zab (CI C9) h e teroar}i, 

which is unsubstituted or substituted by 1 — 3 substituents from th e group 
consisting of F, CI, CF3, CH3, methoxy, hydroxyl, amino, m e thylamino 
and dimethylanaino; 

«ab is zero, 1 or 2; 

R(132),R(131)andR(135) 

ind e pendently of on e another are defin e d as R(129) or are hydrogen, (CI C^) 
allc>i or (CI Ci) perfluoroalkyl; 

ef 

R(101), R(102), R(103), R(101) and R(105) 

independently of one another are W para (C6H1) R(196), W meta (C6H1) R(197) or 
W ortho (C6H1) R(198); 
R(196),R(197) andR(198) 

independently are (CI C9) h e teroaryl, 
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whioh is linlced via C or N and which is unsubstituted or substituted by 1 
to 3 substituents from the group consisting of F, CI, CF3, CH3, methoxy, 
hydroxyl, amino, m e thylamino, dimethylamino and benzyl; 

W is oxygen, S or NR(136) ; 

R(136) 

is hydrogen or (CI C4) allcyl; 

R(101X R(1Q2), R(103X R(101) and R(1Q5) 

indep e ndently of on e anoth e r ar e R(146)X(la) ; 

is oxygen, S, NB.(117), (D-O)A , NR(118)C-mC^)R(119) ; 

M is oxyg e n or sulfur; 

A is oxygen or NR(15Q); 

© is C or SO; 

R(116) 

is (CI C8) alkyl, (03 C8) allcenyl, (CH2)zb2C2dzF2zdz+l or CzxaH22xa 

mm 

zbz is zero or 1; 

zdz is 1, 2, 3, 1, 5, 6 or 7; 

mst is z e ro, 1, 2, 3 or 1; 

R(151) 



io (C3 C8) oyoloalkyl, phonyl, biphonylyl or naphthyl, 

wher e th e aromatios ar e not substituted or are substituted by 1 — 3- 
gubotitu e nts from th e groiq) consisting of F, CI, CF3, m e thyl, 
mothoxy and I-JR(152)R(153); 
R(152)andR(153) 

aro hydrogen, (CI Cd) oSkyl or (CI CI) psrfluoroallcyl; 
R(ld7),R(118)andR(150) 

independ e ntly aro hydrogen, (CI CI) allcyl, (CI Ci) porfluoroallc>1; 
R(119) io defined ao R(116), 

ef 

R(116) and R(1^7), or R(116) and R(1^8) 

together are 1 or 5 methylene groTq)o, of which one CH2 group can b e r e placed by 

oxygon, sulfur, NH, N CH3 or N bonzyl; 
where A and N(*) are bonded to the phen^d nucleus of the alkanoyl parent structur e ; 

R(lOl), R(102), R(103), R(10^) and R(105) 

independently of one another aro SR.(161), QR(165), NHR(166), NR(167)R(168), 
CIIR(169)R(170), CR(151)R(155)OH, C=CR(156), CR(158)-CR(157) or 
[CR(159)R(160)]zu (C-Q) [CR(161)R(162)]zv R(163); 
R(16i), R(165), R(166), R(167), R(169) 

65 



identically or differently are (CH2)zy (CHOH)zz (CH2)zaa (CHOH)zt R(171) 

or (CH2)zab O (CH2 CH2Q)zac R(172); 

R(171)andR(172) 

are hydrogen or m e thyl; 

za is 1, 2, 3 or <<\; 

m is z e ro, 1, 2, 3 or 4; 

zy, zz, zaa, zab, zao 

id e ntically or diff e r e ntly ar e z e ro, 1, 2, 3 or 4; 

zt io 1. 2, 3 or 4; 

R(168), R(170), R(154), R(155) 

id e ntically or diff e r e ntiy ar e hydrog e n or (CI €6) ailcyl; 

ef 

R(169) and R(170), or R(154) and R(155) 

together with th e carbon atom carrying them ar e a (C3 -C8) cydoallcyl; 

R(M3) 

io hydrogen, (CI C6) olkyl, (C3 C8) oyoloalkyl or CzobH2zeb R(173); 

z e b is zero, 1, 2, 3 or 4; 

R(156),R(157)andR(173) 

ind e pend e ntly ar e phenyl which is unsubstituted or is substituted by 1 — 3- 
substitu e nts from the groiq) consisting of F, CI, CF3, m e thyl, m e thoxy and 
NR(171)R(175); 
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R(171)QndR(175) 

ar e hydrog e n or (C1 - C4) allcyl; 

R(156),R(157)andR(173) 

ind e pend e ntly are (CI C9) heteroaryl, 

which is unsubstitut e d or substituted as ph e nyl; 
R(158), R(15Q), R(160), R(161) and R(162) 

are hydrog e n or methyl, 

ef 

R(lOl), R(102), R(103), R(101). R(105) 

indep e nd e ntly of one anoth e r are R(176) NH S02 ; 
R(m) 

is R(177)R(178)N (C-Y') ; 

¥! io oxygen, S orN R(179); 

R(177)andR(178) 

id e ntically or dijfferently ar e hydrog e n, (CI C8) allcyl, (C3 C6) allcenyl or 
CzfaH2zfaR(180); 

zfe is z e ro, 1, 2, 3 or A; 

R(180) 

is (C5 C7) oycloalkyl or phenyl, 
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which is Tinsubstitated - or - substituted by 1 — 3 - substitu e nts 
oolootod from F, CI, CF3, mothoxy or (CI CI) allc>4; 

ef 

R(177)QndR(178) 

tog e th e r ore 4 or 5 methyl e n e groups, of which one CH2 group oon b e 
replaced by oxyg e n, sulftir, NH, N CH3 or N b e nzyl; 

R(179) 

ia d e fin e d as R(177) or is amidi ae; 

R(lOl), R(102), R(103), R(101), R(105) 

indopondontly of ono another ar e NR(181a)R(185), 0R(18db), SR(181o) or 
C2nxH2znx R(184d); 

is zero, 1, 2, 3 or ^; 

R(18^d) 

is (C3 C7) oycloallcyl or phenyl, 

which is not substitut e d or substituted by 1 — 3 substitu e nts firom th e group 
consisting of F, CI, CF3, methyl, mothoxy and NR(1 16k)R(l 171c); 
R(116k)andR(117k) 

ar e hydrogen or CI C4 allcyl; 
R(181a), R(181b), R(184c), R(185) 
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independently of on e another ar e hydrogen, (CI C8) alkyl, (CI C8) 
p e rfluoroallcyl or (CH2)zaQ S.(181g); 

2ae is z e ro, 1, 2, 3 or 1; 

R(181g) 

is (C3 C7) oycloallcyl or ph e nyl, 

which is not substituted or substituted by 1 — 3 substituents jfrom 
th e group consisting of CI, CF3, methyl, methoxy and 
NR(181u)R(181v); 
R(181u)andR(181v) 

ar e hydrog e n or CI CI alkyl; 

Of 

R(181a)andR(185) 

together ar e 1 or 5 m e thylene groups, of which one CH2 
group can be replaced by oxyg e n, sulfur, NH, N CH3 or N 
b e nzyl; 

or a pharmaceutioally tolerabl e salt thereof; 
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u) - a b e nzoylguanidine of th e formula 
R(l) 




in whioh: 

R(l) is H, F, CI, Br, I, CN, N02, (CI C8) aUcyl, (C3 C8) oyoloalkyl or 
Xa (CH2)b (CF2)o CF3; 

X is oxygen, S or NR(5); 

a is zero or'l; 

fe is zero, 1 or 2; 

6 is zero, 1, 2 or 3; 

R(5) is H, (CI CI) aUcyl or CdH2dR(6); 

4 is zero, 1,2,3 orl; 

— is (C3 C8) oycloallcyl, phenyl, biph e nylyl or naphthyl, 

where the aromatics are not substituted or are substituted 
by 1 to 3 substituents selected &om F, CI, CF3, methyl, 
m o thoxy and NR(7)R(8); 
R(7) andPs,(8) 

independ e ntly ar e H or (CI CI) allcyl; 
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R(l) i8 SR(10X OPs.(10)or CR(10)R(11)R(12); 

R(10) is CfH2f (C3 C8) oyoloallcyl, (CI C9) hotoroar>4 or phenyl, 

where th e aromatio systems arg imsubstitoted or substituted by one to 3 
substituents selected from F, CI, CF3, CHS, m e thoxy, hydroxyl, amino, 
methylamino and dimethylamino; 

€ is zero, 1 or 2; 

R(ll) andR(12) 

independ e ntly of on e another ar e defined as R(10) or are hydrogen or (CI CI) 
allcyl; 

R(i) — is phenyl, naphthyl, biphenylyl or (CI C9) h e teroaryl, 

the latter linlced via C or N, 

and which ar e unsubstituted or substituted by 1 to 3 substituents select e d from F, 

CI, CF3, CHS, m e thoxy, hydroxyl, amino, methylamino and dimethylamino; 

R(l) is SR(IS), QR(13), NHR(13), m(13)R(11), CHR(1S)R(15), 

C[R(15)R(16)]OH, C:^CR(18), C[R(19)]-CR(18), [CR(20)R(21)]k (CO) 
[CR(22)R(23)R(21)]; 
R(13) andR(ll) 

identically or differently are (CH2)g (CHOH)h (CH2)i (CHOH)j R(17), 
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R(17) is hydrogen or m e thyl; 
(CH2)g 0 (CH2 CH20)h R(21), 
grM 

identically or diff e rently are zero, 1, 2, 3 or 4; 

j is 1, 2, 3 or 1; 

R(15) andR(16) 

identically or differently are hydrog e n, (CI C6) allcyl or togeth e r with the carbon 
atom carrying them ar e a (C3 C8) cycloallcyi; 
R(18) is ph e nyl, 

which is unsubstituted or substituted by 1 to 3 substituents selected from 

F, CI, CF3, methyl, methoxy and >JR(25)R(26); 
R(25)andR(26) 

are H or (CI CI) aUc}i; 

R(18) is (CI C9) heteroar>4, 

which is unsubstituted or substitut e d as phenyl; 

R(18) is (CI C6) allcyl, 

which is unsubstituted or substituted by 1 to 3 OH; 

R(18) is(C3 C8) cycloalkyl; 
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R(19), R(20), P.(21), R(22) and R(23) 

aro hydrogen or methyl; 

k is zero, 1, 2, 3 or 

1 is zero, 1,2, 3 or 1; 

R(2i) is (CI C6) aUcyl, (C3 C8) oycloallc>4 or CniH2m R(18); 

m is 1,2,3 orl; 

R(2) and R(3) 

independently of on e another ar e defined as R(l); 
R(1) io (CI C3) alkyl, F, CI, Br, I, CN or (CH2)n (CF2)o CF3; 

n is zero or 1; 

6 is z e ro, 1 or 2; 

or a phamiaceutioally tolerabl e salt thereof; 

v) an acylguanidine of th e formula 




in which: 

X is carbonyl, sulfonyl, 



R(l) isH,(Cl C8) alkyl, 

unsubstituted or substituted by hydroxylj 
(C3 C8) oyoloallcyl, phenyl^ 

which is unsubstituted or substituted by 1 — 3 substitu e nts from th e group CI, 
CF3, CHS, methoxy, hydroxyl, amino, m e thylamino or dim e thylamino, 

is H, (CI CI) aUcyl, 

or a pharmaoeutioally tol e rabl e salt thereof; 



w) a phenyl substituted allcycarboxylio aoid guanidide, canying perfluoroallcyl groups, of the 



R(B) 



R(A) 




formula 

in which: 

R(A) is hydrogen, F, CI, Br, I, CN, 0R(6), (CI C8) allcyl, (C3 C8) oyoloallcyl, 
Or(CH2)aCbF2b+l orNR(7)R(8); 
f is zero or 1: 



is zero, 1, 2, 3 or 1; 
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fe iol,2, 3, 1, 5, 6, 7 or 8; 

R(6) io hydrogen, (CI C8) aikyl, (C3 C8) alkenyl, (C3 C8) cycloaUcyl, phenyl or 
b e nzyl, 

wh e r e th e aromatios are not substitut e d or or e substituted by 1 — ^ 
aubotituonto oelootod from F, CI, CF3. metHyl, mothoxy and >JR(9)R(10); 
R(9)andR(10) 

ore H, (CI C^) allcyl or (CI CI) porfluoroaUcyl; 

R(7)andR(8) 

indep e nd e ntly of one another ar e d e fined ao R(6); 
R^) — ind e p e nd e ntly io defined as R(A); 

X is 1, 2 or 3; 

R(l) io hydrogen, (CI C8) allcyl, (C3 C8) oyoloallcyl. Ot(CH2)dCeF2o-H, F, CI, Br, I or CM; 

t is zero or 1; 

4 io z e ro, 1, 2, 3 or 1; 

e is 1, 2, 3, i, 5, 6, 7 or 8; 

R(2),R(3),R(1)andR(5) 

independently of one another ar e defined as R(l); 
but with th e condition 

that at least one of the oubotituonto R(l), R(2), R(3), R(d), R(5), Pv.(A) and R(B) io an 
Ot(CH2)dCeF2e+l or an Or(CH2)aCbF2b+l group, 
or a phaimaooutically tolerable salt th e reof; 
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x) a heteroaroylguanidine of the formul a 



R(3) R(2) 

^xi^ ' 

R(4) HA R(l) 

in which: 

HA — io SOni,OorNR(5); 

m is zero, 1 or 2; 

R(§) — is hydrog e n, (CI C8) olkyl or CQinH2ainR(81); 

arai is z e ro, 1 or 2; 

R(81) is (C3 C8) - oyoloalkyl or ph e nyl, 

which is not substituted or is substituted by 1 — 3- 
substitaents sel e cted from F, CI, CF3, m e thyl, m e thoxy and 
>JR(82)R(83); 
R(8a)QndR(83) 

isHorCH3; 

R(81) is (CI C9) heterooryl. 
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which is linlced via C or N and which is xmsubstituted or 
substituted by 1 — 3 substituents s e l e ct e d from CI, CF3, CH3, 
methoxy, hydroxyl, aimno, metfiylamino and dimethylamino; 
on e of the two substituents R(l) and R(2) 

is CON-C(>m2)2; 
and the other in each case 

is hydrogen, CI, Br, I, (CI C3) aUcyl, 0R(6), CrF2rf 1, CO N-C(NH2)2 or 

>iR(6)R(7); 

R(6) and R(7) 

independ e ntly ar e hydrog e n or (CI C3) allcyl; 

r is 1,2,3 or ^; 

R(3)andR(1) 

independently of one another are hydrogen, F, CI, Br, I, C^N, X (CH2)p (Cq F2q+1), 
R(8) SObm, R(9)R(10)N CO, R(ll) CO or R(12)R(13)N S02 , 

where the perfluoroallcyl group is straight chain or branched, 
X is oxyg e n, S orNR(ll); 

R(ld) is H or (CI C3) aUcyl; 

bm is zero, 1 or 2; 

p is zero, 1 or 2; 

q is zero, 1, 2, 3, ^, 5 or 6; 

R(8), R(9), R(ll)andR(12) 
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ind e p e nd e ntly ar e (CI C8) allcyl, (C3 C6) alkenyl, CnH2n R(15), CF3; 

fi is zero, 1, 2, 3 or ' 1; 

R(15) io(C3 C7) oyoloalkylorphonyl; 

whioh is not substituted or is substituted by 1 — 3 substituents 
sel e ct e d from F, CI, CF3, mettiyl, m e thoxy or > 3 R(16)R(17); 
R(16)andR(17) 

are H or CI C^ allcyl; 

R(9),R(ll)andR(12) 

ar e H; 
R(10)andR(13) 

ind e pend e ntly are H or (CI C4) allcyl; 

ef 

R(0) and R(10), and R(12) and R(13) 

together ar e 4 or 5 methylen e groups, of which on e CH2 group can be replaced by 
oxygen, S, NH, N CH3 or N bonzyl, 

ef 

R(3) and R(d) 

independ e ntly of on e another ar e (01 C8) allcyl or CalH2alR(18); 

ei is z e ro, 1 or 2; 

R(18) is(C3 C8) oyoloallcyl or phenyl; 
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which is not substituted or is substitut e d by 1 — 3 substitu e nts sel e cted 
from F, CI, CF3, methyl, methoxy and NR(19)R(20); 
R(19)andR(20) 

are H or CHS; 

er 

R(3)andR(1) 

ind e p e ndently of on e another ar e (CI C9) heteroaryl, 

which is linlced via C or N and which is unsubstituted or substituted by 1 — ^ 
substitu e nts s e lect e d from CI, CF3, CH3, m e thoxy, hydroxyl, amino, 
methylamino and dimethylamino; or 

R(3) andR(1) 

indep e nd e ntly of on e another ar e 



O 




(C)h— (CHOH),— (CEj)!- (CHOH)k — R(23) 
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o 




(C)3d-(CH0H),, (CU,)^ (CHQH),^— R(24) 



— Y 



O 

(C)ah-(CHUH),, <CE^ (CIIOII)^!, 

Y 

¥ is oxygen, S or NR(22) ; 

h, ad, ah ind e p e nd e ntly are z e ro or 1; 

i, j, Ic, ae, af, ag, ao, ap and ale independently ar e z e ro, 1, 2, 3, A, 
but wh e re in eaoh cas e 

h, i and k ar e not sinmlttm e oxisly zero, 
ad, ae and ag ar e not simultan^jusly z e ro, 
ah, ao and ak ar e not simultaneously z e ro, 
R(23), R(21) R(25) and R(22) 

indep e nd e ntly are hydrogen or (CI C3) alkyl; 

ef 

R(3)andR(1) 
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indopond o ntly of ono anothcar aro hydrogcm, F, CI, Br, I, CN, (CI C8) dlkyl, (CI C8) 
porfluoroaUcyl, (C3 C8) aUconyl or CgH2gR(26); 
g io zero, 1,2, 3 or -1; 

R(26) io (C3 C8) oyoloallcyl, phenyl, biph@nylyl or naphtfayl, 

wh e re th e aromatios are not subotitut e d or ar e substituted by 1 — i 
subGtitu o nto oolooted from F, CI, CF3, methyl, mothoxy and ^JR(27)R(28); 
R(27)andR(28) 

aro H, (CI C<l) allcyl or (CI CI) porfluoroallcyl; 

er 

R(3)andR(1) 

indopondontly of ono another ar o SR(29), OR(30), :NR(31)R(32) or 
CR(33)R(31)R(35); 
R(29), R(30), R(31) and F>.(33) 

indopondontly aro CaH2a (CI C9) hotoroaryl, 

whioh is unsubstitut e d or substitut e d by 1 — 3 substituento selected from F, 
CI, CF3, CH3, mothoxy, hydroxyl, amino, mothylamino and 
dimethylamino; 

a is zoro, 1 or 2; 

R(32),R(31)andR(35) 

indopondontly of ono another are defin e d as R(29) or aro hydrogen, (CI CA) allcyl 
or (CI CI) porfluoroalkyl; 
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R(3) and R(1) 

independ e ntly of on e another ar e 



— w- 




•R (97) 



or 




W 



R(98) 



R(96),R(97)andR(98) 

ind e pend e ntly ar e (CI C9) h e teroaryl, 

which is linlced via C or N and which is unsubstituted or substitut e d by 1 
to 3 Bubstitu e nts o e leoted from F, CI, CF3, CH3, m e thoxy, hydroxyl, 
amino, methylamino, dim e thylamino or benzy l; 

W is oxyg e n, S or NR(36) ; 

R(36) io H or (CI C^) allcyl; 



independently of one another ore R(37) SOom or R(38)R(39)N S02 ; 
«H is 1 or 2; 

R(37) is (CI C8) allcyl, (CI C8) perfluoroallcyl, (C3 C8) allcenyl or CoH2oR(^0); 



R(3)andR(1) 
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s is z e ro, 1,2, 3 or ' 1; 

R( ' 10) io (C3 C8) oyoloallcyl, phenyl, biphenylyl or naphthyl, 

wher e the aromatios ar e not substitut e d or ar e substitut e d by 1 3 
substituento select e d from F, CI, CF3, methyl, m e thoxy and 
MR(11)R(12); 
R(11)andR(12) 

aroH, (CI CI) allcyl or (CI CI) p e rfluoroaUqi; 
R(38) is H, (CI C8) allcyl, (CI C8) perfluoroolkyl, (C3 C8) allconyl or CwH2w R(13); 
w i s zero, 1, 2, 3 or 'I; 

R(^3) is (C3 C8) oyoloalkyl, phenyl, biphonylyl or naphthyl, 

wher e the aromatios ar e not substitut e d or ar e substitut e d by 1 — ^ 
subatituenta oolootod from F, CI, CF3, mothyl, mothoxy and 
NR(d^)R(^5); 

R(11)andR(^5) 

arc H, (CI CI) allcyl or (CI CI) porfluoroallcyl; 
R(39) io H, (CI CI) allcyl or (CI Cd) porfluoroalkyl; 

R(38)andR(39) 

togothor aro 1 or 5 motiiylono groups, of which ono CH2 group can b o roplacod by 
oxygen, S, NH, N CH3 or N benzyl; 
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R(3)andR(1) 

independently of on e anothor are R(^6)X(1) ; 

X(l) io oxygon. S, MR(i7), (D-0)A , m(18)C-MM(*)R(19) , 

M is oxyg e n or S; 

A ia oxyg e n or NR(50); 

B io C or SO; 

R(^6) io (CI C8) alkyl, (C3 C8) allconyl. (CH2)bCdF2d4»l or CxH2x R(51); 
b ioz e roorl; 

d ia 1,2,3, 1, 5, 6 or 7; 

56 is z e ro, 1,2,3 or 'I; 

R(51) is (C3 C8) oycloallcyl, phenyl, biphonylyl or naphthyl, 

wh e re th e aromatios are not substitut e d or oro oubotitut e d by 1 — 3^ 
Qubatitu o nto oeleot o d from F, CI, CF3, mothyl, mothoxy and 
NR(52)R(53); 
R(52)andR(53) 

aro H, (CI CI) alkyl or (01 CI) porfluoroallcyl; 
R(17),R(18)andR(50) 

indopondontly arohydrogon, (CI CI) oiSkyl or (CI CI) porfluoroallcyl; 
R(19) io dofinod ao R.(^6); 

R(16) and R(^7), or R(i6) and R(^8) 
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tog e ther are 4 or 5 methylene groiqjs, of which on e GH2 group oan b e 

r e placed by oxygen, S, NH, N CH3 or N benzyl, 
wh e r e A and NC') are bonded to th e ph e nyl nucleus of th e b e nzoylguanidin e 
parent Btruoture; 

e? 

R(3)andR(1) 

indopondontly of ono another are SR.(6^), OR(65), >IHR(66), >TR(67)R(68), 

CHR(69)R(70), C(OH)R(51)R(55), C=CR(56), CR(58)-CHR(57), 

[CR(59)R(60)]u (CO) [CR(61)R(62)]v R(63); 
R(61), R(65), R(66), R(67) andR(69) 

idontically or differ e ntly ar e (CH2)y (CHOH)z (CH2)aa (CH20H)t R(71) or 

! 
I 

(CH2)ab O (CH2 CH20)ao R(72), | 

R(71)andR(72) 

are hydrogen or methyl; 

« is 1, 2, 3 or 1; 

V is zero, 1,2,3 or ' 1; 

idontically or difforonliy aro zero, 1, 2, 3 or 1; 

t is 1, 2, 3 or 1; 

R(68), R(70), R(51) and R(55) 

identically or differently are hydrogen, (CI C6) allcyl; 
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R(69) and R(70), or R(5d) and R(55) 

tog e th e r with the oarbon atom oairying than ore a (C3 C8) oyoloallcyl; 

R(#3) 

io H, (CI C6) aUcyl, (C3 C8) oyoloallcyl or CeH2o R(73); 

€ is z e ro, 1,2,3 or 4; 

R(56),R(57)andR(73) 

indep e nd e ntly are phenyl, 

whioh ar e unsnbstituted or substituted by 1 — 3 substitu e nts s e l e ct e d from 

F, CI, CF3, methyl, methoxy and NR(7^)R(75); 

R(71)andR(75) 

are H or (CI CA) alkyl; 

R(56),R(57)andR(73) 

ind e p e nd e ntly ar e (CI C9) h e t e roaryl, 

whioh is unsubstituted or substitued as ph e nyl; 
R(58), R(59), R(60), R(61) and R(62) 

are hydrog e n or methyl. 



R(3)andR(4) 



indep e ndently of on e another are R(76) NH S02 ; 
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R(76) ioR(77)R(78)N (C-T) ; 

¥! iG oxygon, S or NR(7Q); 

R(77)andR(78) 

identically or differently ar e H, (CI C8) alkyl, (C3 C6) aUconyl, CfH2f R(80); 

i is zero, 1,2,3 or A; 

R(80) iQ(C5 C7) oyoloalkyl or phenyl, 

which io tmoubotituted or substitut e d by 1 3 substitu e nts s e l e cted 
from F, CI, CF3, mothoxy and (CI CI) aUcyl; 

ef 

R(77)andR(78) 

tog e th e r ar e 1 or 5 m e thyl e ne groups, of which on e CH2 group can be replac e d by 

oxygon, S, Ml, N CH3 orN benzyl, 

R(?9) 

is d e fined as R(77) or is amidine; - 

R(3)andR(1) 

indep e nd e ntly of on e another are NR(8d)R(85); 
R(81)andR(85) 

indopondontly of one another arc H, (CI CI) allcyl, or together aro ^ or 5 
methylen e groups, 
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of whioh one CH2 group can be r e placed by oxygen, NH, N CH3 or N 
benzyl; or of which one or two CH2 groups can be replaced by CH 
CdniH2dm+l, 
or a pharmaceutioally tolerable salt thereof; 



y) a bioyclic het e roaroylguanidine of the formula 
R(4) R(3) 




in which: 

U, V, W,X,YandZ 

independently of one another ar e nitrogen or carbon; 

but with the restriction 

that X and Z are not simultaneously nitrogen, 

and that U, V, W, X, Y and Z carry no substituents if they are nitrogen, 
and that no more than four of them ar e simultaneously nitrogen, 
R(l)andR(2) 
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indep e ndently of on e another ar e hydrog e n, F, CI, Br, Is (CI C3) - allcyl, (CI C3) 

porfluoroaUc>4, OR(8), 1^IR(8)R(9) or C(-Q)N-C(NH2)2; 

R(8)andR(9) 

ind e p e ndently of one anoth e r ar e hydrog e n or (CI ■■ C3) allcyl, 

m 

R(8)andR(9) 

togothor ore ^ or 5 methylene groupa, of which one CH2 group oan bo roplaoed by 

oxyg e n, S, NH, N CHS or N benzyl; 
R(3), R(1), R(5), R(6) and R(7) 

ind e p e ndently of on e anoth e r or e hydrogen, F, CI, Br, I, CssN, Xlc (CH2)p (CqF2q+l), 
R(lOa) SObm,R(10b)R(10c)N CO, R(ll) CO or R(12)R(13)N S02 , 

where th e p e rfluoroallcyl group is straight ohain or branch e d; 
X is oxygon, S orNR(l^); 

R(11) is H or (CI C3) alkyl; 

bffi io zero, 1 or 2; 

p is z e ro, 1 or 2; 

k is zero or 1; 

q 1,2, 3, ^,5 or 6; 

R(lOa), R(lOb), R(ll) and R(12) 

indopondontly of one another are (CI C8) olkyl, (C3 C6) allcenyl, CnH2n R(15) 

or (CI C8) perfluoroallcyl; 
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is zero, 1, 2, 3 or 1; 

R(15) is (C3 C7) oyoloallcyl or phenyl, which is not substituted or is substitut e d 
by 1 3 substituents sel e cted from F, CI, CF3, methyl, methoxy and 
NR(16)F^(17); 
R(16) andR(17) 

are H or CI Cd allcyl; 

Of 

R(10b),R.(ll) andR(12) 

ar e hydrogen; 
R(10o)andR(13) 

ind e pendently are hydrogen or (CI CI) allcyl; 

R(lQb) and R(lQc) and R(12) and R(13) 

tog e ther ar e 1 or 5 m e thyl e ne groups, of which one CH2 group can be r e placed by 

oxygen, sulfur, NH, N CH3 or N benzyl; 

6F 

R(3), R(1), R(5), R(6) andR(7) 

indopondontly of one another arc (CI C8) allcyl, CalH2alR(18) or (C3 C8) allcenyl; 

eSt is zero, 1 or 2; 
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R(18) is (C3 C8) oyoloallcyl, ph e nyl, biph e nylyl or naphthyl, where th e aromatics ar e 
not substituted or are substituted by 1 — 3 substituents selected from CI, CF3, 
methyl, methoxy and NR(19a)R(19b); 
R(19a)andR(19b) 

ar e hydrogen, (CI C4) allcyl or (CI C4) perfluoroallcyl; 

R(3), R(1), R(5), R(6) and R(7) 

independently of on e anoth e r ar e (CI C9) h e teroaryl, which is linlced via C or N and 
which is unsubstitut e d or substituted by 1 — 3 substituents from th e group consisting of F, 
CI, CF3, CH3, methoxy, hydroxyl, amino, methylatnino or dim e thylamino; 



R(3), R(1), R(5), R(6) and R(7) 

independently of one another ar e 
O 




(C)h— (CHOH)j (CH2)i (CHOH), R(23) 



O 



(Qad-iCHUHk (CH,V - (CHOH),,— R(24) 



or 



— Y 



O 

(Qah (CHUH),„ CLH,Xp (CIIOII)^ R(25) 

Y 




¥ is oxyg e n, S or >JR(22) 



h, ad, ah 
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independ e ntly of on e anoth e r are zero or 1; 
j, k, ae, af, ag, ao, ap and ale 

indep e ndently of one another ar e zero, 1, 2, 3 or 1; 
but wh e re in each case 

hy i and k are not simultaneously z e ro, 

ad, ae and ag ar e not simultaneously z e ro, and 

ah, ao and ale ar e not simultaneously zero, 
R(23), R(21) R(25) and R(22) 

independ e ntly of one another ar e hydrogen or (CI C3) alkyl; 

R(3), R(1), R(5), R(6) and R(7) 

independently of one another ar e SR(29), OR(30), NR(31)R(32) or 
CR(33)R(31)R(35); 
R(29), R(30), R(31) and R(33) 

indep e nd e ntly of one another are CaH2a (CI C9) heteroaryl, which is unsubstituted or 
substituted by 1 — 3 substituents sel e ct e d from F, 01, CF3, CH3, m e thoxy, hydroxyl, 
amino, methylamino and dimethylamino; 

^ is z e ro, 1 or 2; 

R(32), R(3d) andR(35) 

independ e ntly of one anoth e r are d e fin e d as R(29) or are hydrogen, (CI CI) aUcyl 

or (CI CI) p e rfluoroalkyl; 
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R(3), R(1), R(5), P.(6) and R(7) 

indep e ndently of on e anoth e r ar e 




R(96X R(97)andR(98) 

independ e ntly of on e anoth e r are (CI C9) heteroaryl, which is linlc e d via C or N 
and which is unsubstitued or substituted by 1 to 3 substituents from the group 
consisting of F, CI, CF3, CH3, methoxy, hydroxyl, amino, methylamino, 
dimethylamino or benzyl; 

W is oxygen, S orNR(36) ; 

R(36) is H or (CI CI) ahcyl; 

ef 

R(3), R(1), R(5), R(6) and R(7) 

ind e p e ndently of on e anoth e r are R( ' 16)X(1) ; 
X(l) is oxygen, S, NR(17), (D-0)A or m(18)C-IvlN(^)R(19) ; 
M is oxygen or sulfur; 
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A is oxygen or NR(50); 

D is C or SO; 

R(16) is (CI C8) alkyl, (C3 C8) aUcenyl, (CH2)bCdF2d+l or C}cH2x R(51); 

b is zero or 1; 

4 is 1,2, 3, 1,5, 6 or 7; 

5fc is zero, 1,2,3 orl; 

R(51) is (C3 C8) oycloallcyl, phenyl, biphenylyl or naphthyl, wher e the 
aromatics ar e not substituted or are substituted by 1 — 3 substituents 
selected from F, CI, CF3, methyl, methoxy and NR(52)R(53); 
R(52)andR(53) 

are hydrogen, (CI CI) alkyl or (CI CI) p e rfluoroallcyl; 

R(17), R(18) and R(50) independently 

ar e hydrogen, (CI CI) allc}4 or (CI CI) perfluoroallc}^; 

R(A9) is d e fin e d as R(46); 

R(16) and R(17), or R(16) and R(18) 

togeth e r are 4 or 5 methylene groups, of which one CH2 groups can be replaced 

by oxygen, sulfur, NH, N CH3 or N benzyl; 
where A and N(*) are bonded to th e phenyl nucleus of the heteroaroylguunidine parent 
structur e ; 
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R(3), R(^), R(5), R(6) and R(7) 

indopondontly of one another ar o SR(61), OR(65), NHR(66), m(67)R(68), 
CHR(69)R(70) or CR(51)R(55)OH, CisCR(56), CR(58)-CR(57) or 
[CR(59)R(60)]u CO [CR(61)R(62)]v R(63); 
R(61), R(65), R(66), R(67) and R(69) 
id e ntically or differaitly are 
(CH2)y (CHOH)z (CH2)aa (CHOH)t R(71) or 
(CH2)ab O (CH2 CH20)ao R(72); 
R(71)andR(72) 

ind e p e ndently of on e another are hydrog e n or m e thyl; 

« is 1,2,3 or 4; 

¥ is zero, 1, 2, 3 or 'I; 

y; z,-aa identically or differently 
are z e ro, 1, 2, 3 or 

t io 1,2,3 or 1; 

R(68), R(70), R(51) ond R(55) 

identically or differently ar e hydrog e n or (CI C6) alkyl; 

R(69) and R(70), or R(51) and R(55) 

togeth e r with th e carbon atom carrying them are (C3 C8) oyoloallcyl; 
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is hydrogen, (CI C6) alkyl, (C3 C8) oyoloallcyl or C e H2 e R(73); 

« is zero, 1, 2, 3 or 

R(56), R(57) and R(73) independently 

ar e phenyl, which is unsubstitut e d or substituted by 1 — 3 substituents sel e cted 

from F, CI, CF3, methyl, methoxy and NR(7d)R(75); 

R(71)andR(75) 

ar e hydrogen or (CI C-l) alkyl; 

R(56), R(57) and R(73) indep e ndently 

ore (CI C9) h e terooryl, which is unsubstituted or substituted as ph e nyl; 
R(58), R(59), R(60), R(61) and R(62) 

ore hydrog e n or methyl; 

ef 

R(3), R(1), R(5), R(6) and R(7) 

indep e ndently of one anoth e r ar e R(76) NH 502 ; 
R(76) ioR(77)R(78)N (C-YO ; 

¥! is oxygen, S or NR(79); 

R(77)andR(78) 

id e ntically or diff e r e ntly ar e hydrogen, (CI C8) allcyl, (C3 06) allc e nyl or 

CfH2fR(80); 

i is zero, 1,2,3 or^; 
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R(80) is (C5 C7) oycloalkyl or phenyl, which is unsubstituted or 

substituted by 1 — 3 substitu e nts selected from CI, CF3, methoxy 
and (CI C^) allcyl; 

R(77) andR(7S) 

tog e th e r are 1 or 5 methylen e groups, of which one CH2 group can b e 
r e placed by oxygen, sulfiir, NH, N CHS or N b e nzyl; 
R(79) is d e fined as R(77) or is amidine; 

R(3), R(1i), R(5), R(6) and R(7) 

ind e pendently of one anoth e r are NR.(81a)Ps.(85), 0R(81b), SR(8 1 c) or CnH2n Pv(81d); 
ft is zero, 1, 2, 3 or 4; 

R(84d) is (C3 C7) cycloalkyl or phenyl, which is not substituted or is substituted 

hy4 — 3 substitu e nts from th e group consisting of F, CI, CF3, methyl, 
methoxy and NR(16)R(17); 
R(16) and R(17) 

are hydrogen or CI C4 allcyl; 
R(81a), R(81b), R(81c) and R(85) 

independently of one another are hydrogen, (CI C8) allcyl, (CI C8) 
perfluoroallcyl or (CH2)ax R(8'1g); 
m is zero, 1,2,3 or 'I; 
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R(84g) is (C3 C7) oyoloalkyl or phenyl, whioh is not substituted or is 

substituted by 1 — 3 substituents selected from CI, CF3, methyl, 
mathoxy and NR(81u)R(81 v); 
R(81u) and R(8 1 v) 

ar e hydrogen or CI CI allcyl; 

ef 

R(81a)andR(85) 

tog e th e r ar e 'I or 5 methylen e groups, of whioh on e CH2 group can b e replaced by 
oxygen, sulfur, NH, N CH3 or N benzyl, 
or a pharmaoeutioally tolerabl e salt thereof; 



z) abenzoylguanidin e of th e formula 



R(l) 




R(4) 



in whioh: 

R(l) iGR(6) SOm; 

m is zero, 1 or 2; 
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R(#) — is perfluoroalkyl having 1, 2, 3, 1, 5 or 6 carbon atoms, which is straight chain or 
branched; 

R(2)andR(3) 

independently of one another ar e hydrogen, CI, Br, I, alkyl having 1, 2, 3 or 1 carbon 
atoms, allcoxy having 1, 2, 3 or 1 carbon atoms or phenoxy, 

which is unsubstituted or substituted by 1 — 3 substituents selected from F, CI, 

m e thyl and m e thoxy; 

R(2) and R(3) 

independently of on e anoth e r ar e pyrrol 1 yl, pyrrol 2 yl or pyrrol 3 yl, 

which is not substituted or is substituted by 1 to 1 substituents selected from F, CI, 
Br, I, CN, allcanoyl having 2, 3, 1, 5, 6, 7 or 8 carbon atoms, allcoxycarbonyl 

ha\ing 2, 3, ^, 5, 6, 7 or 8 carbon atoms, formyl, carboxyl, CF3, methyl and 
methoxy; 

Pv.(1) andR(5) 

independently of one another ar e hydrogen, allcyl having 1, 2 or 3 carbon atoms, F, CI, 

Br, I, CN, 0R(7), NP.(8)R(9) or (CH2)n (CF2)q CF3; 
R(7),R(8)andR(9) 

ind e p e nd e ntly of on e another are hydrogen or allcyl having 1, 2, 3 or ^ carbon 

atoms; 
n is zero or 1 ; 



e is z e ro, 1 or 2; 

or a pharmao e utioally tolerabl e salt thereof; 



ab) a phenyl substituted allcenylcarboxylio aoid guaaidid e , carrying p e rfluoroaUcyl groups, of the 
formula 



R(2) R(l) 




R(D) R(A) R(B) 



R(A) R(B) 



R(C) 



in which: 

R(A) is hydrogen, F, CI, Br, I, CN, OH, 0R(6), (CI C8) allcyl, Qr(CH2)aCbF2b+l, (C3 C8) 
oyoloallcyl orMR(7)R(8); 
¥ is z e ro or 1 ; 



ft is z e ro, 1,2,3 or A; 

h is 1,2, 3,1,5, 6, 7 or 8; 

R(6) io (CI 08) allcyl, (CI C-l) perfluoroalkyl, (03 C8) allconyl, (C3 C8) oyoloallcyl, 
ph e nyl or benzyl; 
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where the aromatics ar e not substitut e d or ar e substituted by 1 — i 
substitu e nts from the group consisting of F, CI, CF3, methyl, methoxy and 
NR(9)R(10); 
R(9)andR(10) 

are H, (CI Cd) allcyl or (CI CI) perfluoroallcyl; 

R(7)andR(8) 

independ e ntly of on e another are defined as R(6); 

R(7) and R(8) 

together ar e 4 or 5 methylene groups, of whioh on e CH2 group can be replaced by 

oxygen, sulfur, NH, N CH3 or N b e nzyl; 
R:(B) — independently is d e fined as R(A); 

X is z e ro, 1 or 2; 

y is z e ro, 1 or 2; 

R(C) is hydrogen, F, CI, Br, I, CN, 0R(12), (CI C8) allcyl, Op(CH2)fCgF2g+l or (C3 C8) 
cyoloallcyl; 

p is z e ro or 1 ; 

i is zero, 1,2,3 orl; 

g isl,2,3, 1, 5, 6, 7 or 8; 



is (CI C8) alkyl, (CI CI) perfluoroallcyl, (C3 C8) alk e nyl, (C3 C8) cyoloallcyl, 
phenyl or b e nzyl; 

wher e the aromatios ph e nyl or b e nzyl ar e not substituted or ar e substituted 
by4 — 3 substituents from the group consisting of CI, CF3, methyl, 
methoxy and NR(13)R(1 1); 
R(13)andR(11) 

indep e ndently of one another ar e H, (CI CA) allcyl or (CI CI) 

perfluoroallcyl; 
R(D) — independently is d e fined as R(C), 

R(l) is hydrogon, (CI C8) alkyl, Ot(CH2)dCoF2o+l, (C3 C8) oyoloalkyl, CI, Br, I or CN; 

t is zero or 1; 

4 is zero, 1, 2, 3 or 4; 

e isl,2,3, 1, 5, 6, 7 or 8; 

R(2), R(3), R(1)andR(5) 

independently of one another ar e defined as Pv(l); 
but with the condition 

that at least one of the substituents R(A), Ps.(B), Pv(C), P^(D), R(l), Ps.(2), R(1) or R(5) is a 
Or(CH2)aCbF2b+l, Op(CH2)fCgF2g+l or Ot(CH2)dCeF2eH-l group and R(3) is not a 
Ot(CH2)dC0F20+l group; 
or a pharmaceutioally tol e rable salt th e reof; 



ao) an ortho - amino ■ substitut e d b e nzoylguonidine of the fomrnla 

R(2) 

R(3). X ^R(l) 



R(4) 




R(5) 



N 



O 



NH2 



NEi2 



in which: 

R(l) iDm(50)R(6), 
R(50)andR(6) 

indep e nd e ntly of one anoth e r are hydrog e n, (CI C8) allcyl or (CI C8) 
perfluoroalkyl; 
R(2).R(3),R(1)andR(5) 

ind o p o ndently of one another are R(10) SOa , R(l 1)R(12)N CO , R(13) CO or 
R(li)R(15)N S02 ; 
a is zero, 1 or 2, 

R(10). R(l 1), R(12), R(13), R(li) and R(15) 

independently of one another are (CI C8) allc}i, (CI C8) perfluoroallcyl^ 
(C3 C6) allc e nyl or CabH2ab R(16); 

^ is zero, 1,2,3 or ' 1; 

R(16) is (C3 C7) oyoloalkyl, ph e nyl, 
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whioh is not substituted or is substituted by 1 — 3 substituents select e d 
from F, CI, CF3, methyl, methoxy and NR(17)R(18); 
R(17)cmdR(18) 

independently of on e another are CF3 or (CI CI) allcyl; 

er 

R(ll), R(12), and also R(11) and R(15) 

togeth e r are ^ or 5 methylene groups, of which one CH2 group can be 
replaced by oxygen, S, NH, N CH3 or N b e nzyl; 

R(ll), R(12),R(11)andR(15) 

ind e pendently of one anoth e r are hydrog e n; 

R(2),R(3), R( 1 )andR(5) 

independently ofon e another are SR(21), OR(22), NR(23)R(21) or 
CR(25)R.(26)R(27); 
R(21), R(22), R(23) and R(25) 

independently of one another are CbH2b (CI C9) heteroaryl, which is 
unsubstituted or substituted by 1 — 3 substitu e nts selected from F, CI, CF3, CH3, 
methoxy, hydroxyl, amino, methylamino and dimethylamino; 

b is z e ro, 1 or 2; 

R(21), R(26)andR(27) 

105 



ind e pendently of on e another ar e hydrogen, (CI G4)-allcyl or (CI C^) 
perfluoroallcyl; 

ef 

R(2),R(3),R(1)QndR(5) 

ind e p e nd e ntly of one anoth e r are hydrog e n, F, CI, Br, I, CN, (Xa)dg CdaHlda-^l, 
(Xb)dh (CH2)db CdoF2do+l, (C3 C8) aUcenylor CdfH2dfil(30); 
(Xa) ioO,SorNR(33); 

io H, (CI CI) allcyl or (CI CI) porfluoroalkyl; 

dg is zero or 1; 

(Xb) iDO,SorNR(31); 

io H, (CI C'l) allc>i or (CI CI) p e rfluoroallcyl; 

^ is z e ro or 1; 

da is zero, 1, 2, 3, A, 5, 6, 7, 8; 

^ is z e ro, 1, 2, 3, 1; 

de ia zcmto, 1, 2, 3, A, 5, 6, 7; 

df is zero, 1, 2, 3, A; 

R(3^ 
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is (C3 - C8) oyoloalkyl, phanyl, biph e nylyl or naphthyl, wh e r e th e aromatios 
phenyl, biph e nylyl or naphthyl are not substituted or are substituted by 1 — 3- 
substitu e nts sel e ct e d from F, CI, CF3, m e thyl, m e thoxy and NR(3 1)R(32); 
R(31)andR(32) 

are H, (CI CI) alkyl or (CI C^) perfluorodkyl; 

R(2), R(3), R(^) and R(5) 

ind e p e nd e ntly of on e anoth e r aro NR(iO)R(1 1) or (Xo) (CH2)obR(d5); 
R(dO)andR(^l) 

indep e nd e ntly of on e another are hydrog e n, (CI C8) - allcyl, (CI C8) 
p e rfluoroollcyl or (CH2)b R(^2); 
e is zero, 1, 2, 3 orl; 

R(43) 

is (C3 C7) oyoloalkyl, ph e nyl, which is not substitut e d or is substitut e d by 
4 — 3 substitu e nts s e lected from F, CI, CF3, m e thyl, m e thoxy and 
NR(13)R(1i); 
R(d3)andR(dd) 

indep e nd e ntly of on e another ar e H, CF3 or (CI C^) allcyl; 

R(10)andR(11) 
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together are 1 or 5 methylene groups, of which on e CH2 group can b e r e placed by 
oxygen, sulfur, NH, N CH3 or N benzyl; 
— is O, SorNR(17); 

is H, (CI CI) allcyl or (CI CI) perfluoroallcyl; 
eb is zero, 1, 2, 3 or 1; 

R(15) is (C3 C7) oycloallcyl, ph e nyl, which is not substitut e d or is substitut e d by 1 — 3- 

substituentg s e lected from F, CI, CF3,methyl, methoxy, NR(50)R(51) and (Xfa) 
(CH2)ed (Xfb)R(d6); 
Xfe — is CH2, Q,SorNR(18); 
— is 0,Sor>JR(19); 

ed is 1, 2, 3 or ^; 

R(46) 

is H, (CI CI) allcyl or (CI CI) perfluoroallcyl; 
E.(18), R(i9), R(5Q) and R(51) 

ind e p e nd e ntly of one anoth e r ar e H or (CI C4) allcyl or (CI CI) 

p e rfluoroallcyl; 
where R(3) and R('l), how e v e r, cannot b e hydrog e n, 
or a pharmaceutioally tolerable salt thereof; 
ad) a b e nzoylguanidin e of the formula 
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in which: 

one of the thr e e Gubstituents P^.(l), R(2) and Pv(3) 
is (CI C9) heteroaryl N oxid e , 

which is linlc e d via C or N and whioh is unsubstitut e d or substituted by 1 — 3^ 
substituents sel e ct e d from F, CI, CF3, CH3, methoxy, hydroxyl, amino, 
methylamino and dimethylamino; 

on e of the three substituents R(l), R(2) and R(3) 

is SR(IQ), OR(IO), NR(10)R(ll) or CR(10)R(11)R(12); 

is CaH2a (CI C9) heteroaryl N oxide, 

which is unsubstituted or substitut e d by 1 — 3 substituents s e lected from F, 
CI, CF3, CH3, methoxy, hydroxyl, amino, m e thylamino and 
dimethylamino; 

a is zero, 1 or 2; 

R(ll) andR(12) 



indep e ndently of on e anoth e r ar e defined as R(10), ar e hydrog e n or (CI 

CI) aUcyl; 

and th e other substituents R(l), R(2) and R(3) in each oas e 

independently of one another are (CI C8) allcyl, (C2 C8) alkenyl or CmH2niR(11); 

m is z e ro, 1 or 2; 

R(l 4) is (C3 C8) oyoloallcyl or phenyl, 

whioh is not substitut e d or is substituted by 1 — 3 substituents 
s e lected from F, CI, CF3, methyl, methoxy and NR(15)R(16), 
R(15)andR(16) 

are hydrog e n or CH3; 

th e other substituents R(l), R(2) and R(3) in each cas e 

indep e ndently of on e anoth e r ar e hydrogen, F, CI, Br, I, C:i:N, X (CH2)p (CqF2q+l), 
R(22) SOU, R(23)R(21)N CO, R(25) CO or R(26)R(27)N S02 , 

where th e perfluoroalkyl group is straight chain or branch e d; 

X is a bond, oxygen, S or NR(28); 

« is zero, 1 or 2; 

p is zero, 1 or 2; 

q is zero, 1, 2, 3, i, 5 or 6; 



R(22), R(23), R(25) and R(26) 



independently are (CI C8) allcyl, (C2 C6) allcenyl, CnH2n R(29) or CF3; 
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» is z e ro, 1,2,3 or 4; 

R(28) is hydrogen or (CI C3) allcyl; 

R(29) io (C3 C7) oyoloallcyl orphonyl; 

which is not substitut e d or is substituted by 1 — 3 substitu e nts 
aaleoted from F, CI, CF3, methyl, methoxy and NR(30)R(3 1); 
R(30)andR(31) 

are hydrog e n or CI C4 allcyl, 

ef 

R(23), R(25) and R(26) 

ar e also hydrog e n; 
R(21)andR(27) 

independ e ntly of one anoth e r are hydrog e n or (CI CA) allcyl; 
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R(23) and R(2^), and also R(26) and R(27) together are 1 or 5 m e thylen e groups, of 
which one CH2 group can be replaced by oxygen, S, NH, N CH3 or N b e nzyl; 

m 

the other substituents R(l), R(2) and R(3) in each case 

ind e p e ndently of on e anoth e r are OR(35) or NR(35)R(36); 
R(35)andR(36) 

ind e pendently of on e anoth e r are hydrogen or (CI C6) allcyl; 

R(35) andR(36) 

together ar e 1 — 7 m e thyl e ne groups, of which one CH2 group can be replaced by 

oxygen, S, Mi, N CH3 or N benzyl, 

R(1) andR(5) 

independently ofone another arc hydrogen, (CI CI) alkyl, F, CI, OR(32), NR(33)R(31) 

orCrF2rH-l; 

R(32), R(33) andR(31) 

independ e ntly of on e another are hydrogen or (CI C3) aUcyl; 

f is 1,2,3 orl; 

or a pharmaceutically tolerable salt th e reof; 

ae) a benzoylguanidine of the formula 
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R(l) 



R(2) 



R(4) 



in which: 

R(l) is hydrogen, F, CI, Br, I, CN, N02, OH, (CI C8) alkyl, (C3 C8) oyoloallc}1, 
Oa (CH2)b (CF2)o CF3; 

a is zero or 1; 

h is z e ro, 1 or 2; 

6 is zero, 1, 2 or 3; 

P^(l) is R(5) SOm or R(6)R(7)N SQ2 ; 
Hi is zero, 1 or 2; 

R(5) and R(6) independently of one another 

are (CI C8) aUcyl, (C3 C6) aUcenyl, CF3 or CnH2n R(8); 

ft is z e ro, 1, 2, 3 or 1; 

R(7) — is hydrogen or (CI Cd) allcyl; 
R(8) — is (C3 C7) oyoloalkyl or phenyl. 
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which is not substituted or is substituted by 1 — 3 substitu e nts selected 
from F, CI, CF3, methyl, methoxy and NR(9)E.(10); 
R(9) and R(10) indep e nd e ntly of one anoth e r 
ar e hydrogen or (CI C4) allc}4; 

R(6) isH; 
or R(6) and R(7) 

tog e ther ar e 1 or 5 methyl e n e groups, of which one CH2 group can be replaced by 
oxygen, S, NH, N CHS or N benzyl, 

R(l) is SR(ll), OPv.(ll)or CR(11)R(12)R(13); 

R(ll) is CpH2p (C3 C8) cycloallcyl, (CI C9) heteroaryl or phenyl, 

where the aromatic systems are imsubstituted or substituted by 1 
3 substituents select e d from F, CI, CF3, CH3, methoxy, hydroxyl, 
amino, methylamino and dim e thylamino; 
R(12), R(13) ind e p e ndently of one another 

are defined as R(l 1) or are hydrogen or (CI ■ C'1) alkyl; 
p is zero, 1 or 2; 

R(l) — is phenyl, naphthyl, biphenylyl or (CI C9) h e t e roaryl, tii e latter linlced via C or N, 

114 



which are tmsubstituted or substitut e d by 1 — 3 substituents s e l e cted from F, CI, 
CF3^ CH3, methoxy, hydroxyl^ amino, methylamino and dimethylamino; 
R(2) is CF2R(11), CF[R(15)][R(16)], CF[(CF2)q CF3)][R(15)], 
C[(CF2)r CF3]-CPv(15)R(16); 
R(11) is (CI CI) alkyl or (C3 C6) cyoloaUc>1; 
R(15) and R(16) independently of one another 
are hydrogen or (CI CI) allcyl; 

q is zero, 1 or 2; 

f is zero, 1 or 2; 

R(3) — is defined as R(l); 

R(4) — is hydrogen, (CI C3) allc>1, F, CI, Br, I, CN, (CH2)s (CF2)t CF3; 

B is zero or 1 ; 

t is zero, 1 or 2; 

or a pharmaceutioally tol e rabl e salt th e reof; 
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af) a benzoylgucmidin e of th e formula 



R(l) 



R(2), 



R(3)-^Yl 



.N 




T 



in which: 

on e of the thr ee substita e nts R(l), R(2) and R(3) 

io Y n [(CH2)lc CHR(7) (C-0)R(8)] ph e nyl, Y 3 (CH2)lc CHR(7) (C-0)R(8)] phenyl 

or Y 2 [(CH2)lc CHR(7) (C-0)R(8)] phenyl. 

where the phenyl in e ach cas e is unsubstituted or substituted by 1 — 2 substituents 
from th e group F, CI, CF3, methyl, hydroxyl, methoxy, or NR(37)R(38); 
R(37)andR(38) 



¥ is a bond, oxygen, S or NR(9); 

90) — io hydrogen or (CI CI) oHcyl; 
R(7) io OR(10)or >?R(10)R(11); 

R(10)andR(ll) 

ind e pend e ntly of one anoth e r ore hydrog e n, (CI C8) allcyl, (CI C8) 
allcanoyl, (CI C8) - alkoxyoarbonyl, benzyl, b e n2yloxyearbonyl; 



ind e pendently of one another or e hydrog e n or CH3; 
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R(10) iotrityl; 
R(8) — is QR(12)or NR(12)R(13); 
R(12)andR(13) 

indep e ndently of on e anoth e r are hydrog e n, (CI C8) allcyl or benzyl; 

fc is zero, 1,2,3 or A; 

and the oth e r radicals R(l), R(2) and R(3) in each case 

independently of one onothor or e (CI C8) alkyl, (C2 C8) allconylor (CH2)mR(l'1); 

Hi is z e ro, 1 or 2; 

R(l ' l) io (C3 C8) oyoloallcyl or phenyl, 

which is not substitut e d or is substituted by 1 — 3 substitu e nts select e d from F, CI, 
CF3, methyl, methoxy and >JR(15)R(16); 
R(15)QndR(16) 

ore hydrogen or ■ CHS ; 

th e other radicals R(l), R(2) and R(3) in e ach cas e 

independently of one another are R(18)R(19)N (C-Y') NH S02 ; 

¥! io oxygen, S or N R(2Q); 

R(18)andR(lQ) 

ind e p e nd e ntly of one another are hydrogen, (Cl - C8) - allcyl, (C3 C6) allcenyl or ■ 

(CH2)t R(21); 

t is zero, 1,2,3 or^; 



R(21) is (C5 C7) oyoloallcylorphonyl, 

which is unsubstituted or substituted by 1 — 3 substituents selected from 
the groups consisting of F, CI, CF3, methoxy and (CI C4) allcyl; 

R(18)andR(19) 

together are 4 or 5 methylene groups, of which on e CH2 group can be replaced by 
oxygen, S , NH , N CHS or N benzyl; 

is d e fin e d as R(18) or is antiidin e? 

th e other radicals R(l), R(2) and R(3) in each cas e 

independently of on e another ar e hydrogen, F, CI, Br, I, C:^N, X (CH2)p (CqF2q+l), 
R(22) SOU , R(23)R(21)N CO , R(25) CO or R(26)R(27)N S02 , where the 
p e rfluoroallcyl group is straight chain or branch e d; 

♦ X is a bond, oxygen, S ■ or >jR(28); 

« is zero, 1 or 2; 

p is zero, 1 or 2; 

q is 1, 2, 3, 4, 5 or 6; 

R(22), R(23), R(25) and R(26) 

independently of one another are (CI C8) allcyl, (C3 C6) allcenyl, 
(CH2)n R(29) or CF3; 
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a is z e ro, 1, 2,3 or^; 

. R(28) ia hydrogen or (CI C3) allc>d; 
R(29) io (C3 C7) oyoloalkyl or ph e nyl, 

which is not substituted or is substituted by 1 — 3 substituents sel e cted 
from F, CI, CF3, methyl, methoxy and NR(30)R(31); 
R(30)andR(31) 

« 

are hydrogen or (CI CI) allcyl; 

R(23), R(25) and R(26) 

are hydrogen; 
R(21) and R(27) 

independ e ntly of one another are hydrogen or (CI C^) allcyl; 

R(23) and R(21), and also R(26) and R(27) 

together are ^ or 5 methylene groups, of which on e CH2 group can be replaced by 
oxygen, S , NH , N CH3 or N benzyl; 

the other radicals R(l), R(2) and R(3) in oaoh case 

ind e pendently of one another are OR(35) or NR(35)R(36); 

R(35)andR(36) 

independ e ntly of one another ar e hydrogen or (CI C6) allcyl; 
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R(35)andR(36) 



tog e ther ar e ^ — 7 methyl e n e groups, of which one CH2 group con b e r e plac e d by 
oxyg e n, S , NH , N CH3 or N b e nzyl; 



R(^)andR(5) 

independently of one anoth e r ar e hydrogen^ -(CI C4) alkyl, F, Cl^ QR(32), 

>ni(33)R(31) or CrF2iM'l; 

R(32),R(33)andR(34) 

indep e nd e ntly of one another ar e hydrog e n or (CI C3) allcyl; 

f is 1, 2, 3 or A; 

or a pharmac e utioally tol e rabl e salt ther e of, 

ag) a b e nzoylguanidin e of th e formula 




in which: 



R(l) is R(6) CO or R(7)R(8)N CO; 
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R(6) is (CI C8) aUcyl, (CI C8) p e rfluoroalkyl, (C3 C8) aUcenyl or 
CnH2n R(9), 

fi is zero, 1,2,3 orl; 

R^) — is (C3 C8) oyoloalkyl, ph e nyl, biphenylyl or naphthyl, 

where the aromatios ar e not substituted or ore substitut e d 
by 1 3 substituents sel e ct e d from F, CI, CF3, methyl, 
mothoxy and NR(1Q)R(1 1), 
R(10)andR(ll) 

areH, (CI C^) alkyl or (CI CI) perfluoroallc}!; 
R(7) io H, (CI C8) oUcyl, (CI C8) perfluoroallQd, (C3 C8) allconyl or CnH2n 

mm 

fi is z e ro, 1, 2, 3 or A; 

R(12) ■ is (C3 C8) cycloallcyl, ph e nyl, biph e nylyl or naphthyl, 

where the aromatios ore not substitut e d or ar e substituted 
fey4 — 3 substitu e nts select e d from F, CI, CF3, methyl, 
methoxy and NR(13)R(1 6); 
R(13)andR(11) 

aroH, (CI CI) allcyl or (CI C^) porfluoroallcyl; 
R(8) io H, (CI Cd) alkyl or (CI Cd) p e rfluoroaUcyl; 
m 

R(7) and R(8) together 
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ar e 4 or 5 methyl e ne groups, of whioh one CH2 group can b e replaced by 
oxygen, S, NH, N CH3 or N benzyl; 
— io defined as R(l), or is OH, F, CI, Br, I, CN, N02, (CI C8) allcyl, (CI C8) 
perfluoroalkyl, (C3 C8) alkenyl or CnH2nR(15); 

is zero, 1, 2, 3 or 1; 

R(15) is (C3 C8) oyoloallcyl, phenyl, biphenylyl or naphthyl, 

where th e aromatios ar e not substituted or are substituted by 1 — 3 substituents 
select e d firom F, CI, CF3, methyl, methoxy and NR(16)R(17); 
R(16)andR(17) 

are H, (CI CI) allc>i or (CI CI) perfluoroalkyl; 

RP) — is (CI C9) het e roar>^l, 

which is linlced via C or N and which is unsubstituted or substituted by 1 — 3- 
substituents s e lected firom F, CI, CF3, CH3, methoxy, hydroxyl, amino, 

methylamino and dim e thylamino; 

R(2) isSR(18), QR(18), NR(18)R(19) or CR(18)R(19)R(2Q); 
R(18) is CaH2a (CI C9) hotoroar>1, 

which is unsubstituted or substituted by 1 — 3 substituents selected fi:om F, 

CI, CF3, CH3, m e thoxy, hydroxyl, amino, methylamino, dimethylamino; 

ft 

a is z e ro, 1 or 2; 
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R(lQ)andR(20) 

indep e ndently of on e another ar e defined as R(18) or are hydrog e n, (CI 
CI) allcyl or (CI Cd) porfliioroallcyl; 

R(2) ia R(21) SOm or R(22)R(23)N S02 ; 
fift is 1 or 2; 

R(21) is (CI C8) aUcyl, (CI C8) porfluoroallcyl, (C3 C8) aUconyl or CnH2n R(2^); 
a is z e ro, 1,2,3 or ' 1; 

R(21) is (C3 C8) cycloallcyl, ph e nyl, biphenylyl or naphthyl, 

wh e r e th e oromatios ore not substitut e d or are substituted by 1 — 3^ 
subotituonto aeloot o d fi-om F, CI, CF3, mothyl, methoxy and 
NR(27)R(28); 
R(27)andR(28) 

aro H, (CI CI) alkyl or (CI C^) p e rfluoroallcyl; 
R(22) io H, (CI C8) allcyl, (CI C8) porfluoroalkyl, (C3 C8) alkonyl or CnH2n R(29); 
fi iszoro, 1,2,3 or ' 1; 

R(29) io (C3 C8) cyoloalkyl, phenyl, biphenylyl or naphthyl, 

whcare the aromatios ar e not oubstitated or are substitut e d 

by 1 3 substitu e nts selected firom F, CI, CF3, m e thyl, 

mothoxy and NR(30)R(3 1); 

R(30)andR(31) 
123 



aroH, (CI CI) allcyl or (CI CI) porfluoroallcyl; 
R(23) io hydrogon, (CI CI) aUcyl or (CI CI) porfluoroallcyl; 

R(22)ondR(23) 

togeth e r are ^ or 5 methylene groiys, of whioh on e CH2 group can b e r e plac e d by 
oxygen, S, NH, N CH3 or N b e nzyl; 

ef 

R(2) io R(33)X ; 

X is oxygen, S,NR(31), (D-O)A orNR(31)C-MN(*)R(35) ; 

M is oxyg e n or S; 

A is oxyg e n or NR(34); 

B io C or SO; 

R(33) io (CI C8) aUcyl, (C3 C8) alk e nyl, (CH2)bCdF2d+l or CnH2n R(36); 

h io z e ro or 1; 

4 iDl,2,3, 1,5, 6 or 7; 

a is zero, 1, 2, 3, or d; 

R(36) is (C3 C8) oycloalkyl, phenyl, biph e nylyl or naphthyl, 

where the oromotios ar e not Bubatitut e d or are oubotitut e d by 1 — 3- 
substitnents sel e cted from F, CI, CF3, methyl, methoxy and 
NR(37)R(38); 
R(37)andR(38) 
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aro H. (CI CI) alkyl or (CI CI) porfluoroallcyl; 
R(31) iahydrogon, (CI C^) aUc>1 or (CI C^) perfluoroalkyl; 
R(35) io defined oo R(33); 
©f 

R(33)andR(3^) 

together ar e ^ or 5 methylene groups, of whioh on e CH2 group con be 

replac e d by oxyg e n, S, NH, N CH3 or N b e nzyl; 
wh e r e A and N(*) ar e bonded to the phenyl nucleus of the b e nzoylguanidin e par e nt 
struotur e ; 

eF 

R(2) is SR(10), OR(10), NHR(IO), ^JR(10)R(^1), CHR(10)R(12), CR(12)R(13)OH, 
C=CR(15), CR(16)-CR(15) or [CR(^7)R(i8)]u CO [C(Ri9)R(50)]v R(11); 
R(dO)andR(^l) 

indep e nd e ntly of one another are (CH2)p (CHOH)q (CH2)r (CHOH)t R(51) or 

(CH2)p 0 (CH2 CH20)q R(51); 

R(5 1) is hydrogen or methyl; 

« is 1, 2, 3 or '1; 

V is z e ro, 1,2,3 ord; 

p, q and r 

indep e ndently of one another ar e zero, 1, 2, 3 or ^; 
t is 1,2,3 orl; 
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R(12)andR(13) 

independ e ntly of on e another are hydrogen or (CI C6) alkyl; 

R(12) and R(13) 

together with th e carbon atom oarrying them ar e a (C3 C8) oyoloallcyl; 
R(11) io hydrog e n, (CI C6) aUcyl, (C3 C8) cyoloaUcyl, CeH2e R(15); 

« is z e ro, 1,2,3 orl; 

R('15) is phenyl, 

which is nnsubstitut e d or substituted by 1 — 3 substituents s e lected from F, 
CI, CF3, methyl, mothoxy and NR(52)R(53); 
R(52) and R(53) 

arc H or (CI CI) allcyl; 

R(15) is (CI C9) heteroar>4, 

which is xmsubstituted or substituted as phenyl; 

R(15) is (CI C6) aUcyl, 

which is unsubstituted or substituted by 1 3 OH; 
R(16), R(17), R(18), R(19) and R(50) 

independently of one another are hydrogen or methyl; 
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R(2) isR(55)NHS02; 

R(55) is R(56)R(57)N (C-Y) ; 

¥ is oxyg e n, S or N R(58); 

R(56)andR(57) 

indep e nd e ntly of on e anoth e r are hydrogen, (CI C8) alkyl, (C3 C6) allc e nyl or 

CfH2f R(59); 

i is z e ro, 1,2, 3 or 1; 

R(59) is (C5 C7) oyoloallcyl, ph e nyl, 

which is nnsubstituted or substituted by 1 — 3 substituents 
select e d from F, CI, CF3, m e thoxy and (CI CI) alkyl; 

R(56) andR(57) 

together are 1 or 5 methylen e groups, of which on e CH2 group can be replac e d by 
oxygen, S, NH, N CH3 or N benzyl; 

R(§«) 

is defin e d as R(56) or is amidine; 
R(3), R(^) and R(5) ar e indep e ndently of one anoth e r defined as R(l) or R(2), but where at least 
one of th e substituents R(2), R(3), R(1) and R(5) must b e OH; 
or a pharmac e utically tolerable salt thereof; 
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ah) a b e nzoylguanidine of th e formula 



R(2). 




I .NH,^ 



T 



R(3) 



R(4) O 



in which: 

on e of th e thre e substitu e nts R(l), R(2) and R(3) 
io R(6) ABB; 

— is a basic protonatobl e rodiool, i.e. an amino group NR(7)R(8), an omidino gro qp 
R(7)R(8)N C[-N R(9)] or a guanidino group 

R(10) 




/ 
R(9) 



.N 



R(7),R(8),R(9)andR(10) 



ind e p e ndently of one anoth e r are hydrog e n or allcyl having 1, 2, 3 or ^ 



carbon atoms; 



R(7)andR(8) 



tog e th e r are CaH2a; 
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a is A, 5, 6 or 7; 

wher e if a - 5, 6 or 7 a methylene group of th e group CaH2a can be 
replaced by a h e teroatom group O, SOm or NR(1 1), 

R(8) and R(9) or R(9) and R(10) or R(7) and R(10) 

aro a group CaH2a; 

a is 2, 3, A or 5; 

where if a - 3, 1 or 5 a m e thylene group of the group CaH2a can 
be replaced by a het e roatom group O, SOm or NR(1 1); 

m is zero, 1 or 2; 

R(l 1) is hydrogen or methyl; 

ef 

R(6) — is a basic heteroaromatio ring system having 1 — 9 carbon atoms; 

A is CbH2b; 

h is 1,2, 3, 1,5, 6, 7, 8, 9 or 10; 
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wh e r e in th e group CbH2b one or two methylen e groups can b e r e plac e d 
by on e of the groupings sel e cted from Q , CO , CH[OR(20)] , SOm , 
NR(20) , m.(20) CO , NR(20) CO NH , NR(20) CO >JH S02 

(0)3a 



-R(20)N & 



[NR(19)]bb 
and S0aa[NR(19)]bb ; 



and wher e in the group CbH2b a methylene group can bo replaced by 
CH R(99), wh e re R(99) together with P^(7) forms a pyrrolidino or 
pip e ridin e ring; 

aa is 1 or 2; 

fefe i s 0 or 1; 

aa + bb-2; 

R(19) io hydrogen or alkyl having 1, 2, 3 or ' 1 carbon atoms; 
R(20) is hydrogen or m e thyl; 



130 



is a phenyl e n e or nqjhthylene radical 



R(12) 



R(12 





R(13) 



R(13) 



R(12)andR(13) 

ind e p e nd e ntly of on e anoth e r ar e hydrog e n, m e thyl, F, CI, Br, I, CF3 or 

SQw R(11); 

R(l^) io method or NR(15)R(16); 
R(15)andR(16) 

ind e pend e ntly of on e anoth e r are hydrog e n or allcyl having 1, 2, 3 
or A carbon atoms; 

w is zero, 1 or 2; 

B io CdH2d Xf ; 

4 is z e ro, 1, 2, 3 or "I; 

X io O , CO , CH[0R(21)] , SOm or >JR(21) ; 

f is z e ro or 1; 



R(21) is hydrog e n or m e thyl; 
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m is zero, 1 or 2; 

and the other substitu e nts R(l) and R(2) and R(3) in eaoh cas e 

ind e p e ndently of on e another are hydrogen, F, CI, Br, I, CN, (CI C8) allcyl, (C2 C8) 
aUcenyl, NR(35)R(36) or R(17) CgH2g Zh ; 

g is zero, 1, 2, 3 or 4; 

fe is zero or 1; 

R(35)andR(36) 

independently of one another are hydrogen or allcyl having 1, 2, 3, 1, 5 or 6 
carbon atoms; 

R(35) and R(36) 

together ar e A — 7 m e thylen e groups, of which on e CH2 group can b e r e placed by 
oxygen, S , NH , NCH3 or N b e nzyl; 
Z is O , CO , SOv , NR(18) , NR(18) CO , >JR(18) CO NH or NK(1S) S02 

R(18) is hydrogen or m e thyl; 

¥ is zero, 1 or 2; 

R(17) is hydrog e n, cycloaUcyl having 3, 5 or 6 carbon atoms or ClcF2k+l ; 
k is 1, 2 or 3, 

R(l 7) is pyrrol 1 yl, pyrrol 2 yl or p>Trol 3 yl, 
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whiob is not substitatod or is substitut e d by 1 — 4-6 ubstitu e nts s e l e ct e d 
from F, CI, Br, I, Chi, (C2 C8) allcanoyl, (C2 C8) aHcoxyoarbonyl, 
formyl, oarboxyl, CF3, m e thyl and m e thoxy; 

R(17) io (C3 C8) oyoloollcyl or ph e nyl. 

which is not substitut e d or is substitut e d by 1 — 3 substituents selected 
from Fond a, CF3, methyl, hydroxyl, m e thoxy, >JR(37)R(38), 
CH3S02 andH2NQ2S ; 
R(37)andR(38) 

or e hydrog e n or CH3; 

R(1)andR(5) 

uidopondently of one onothor arc hydrogcan, alkyl having 1, 2, 3 or d carbon atoms, F, CI, 
OR(32), NR(33)R(3d) or CrF2r+l; 
R(32),R(33)QndR(31) 

ind e pend e ntly of one another ar e hydrog e n or allcyl having 1, 2 or 3 carbon atoms; 

f is 1, 2, 3 or 1; 

or a pharmacologioally tol e rabl e salt th e reof; 



ai) an indenoylguonidine of the formula 
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R(3) 



R(2) 



R(4) 



R(5) Y 




If 



,R(9) 



xA 



R(6) R(l) R(7) 



R(10) 



1 



in whioh: 



R(l)andR(2) 



indep e nd e ntly of on e anoth e r ar e hydrog e n, alkyl having 1, 2, 3, ^, 5, 6, 7, 8, 9 or 10 
carbon atoms, oyoloallcyl ha\ing 3, 4, 5 or 6 carbon atoms, O allcyl having 1, 2, 3 or 1 
carbon atoms, 0 C(~0) aUcyl ha\dng 1, 2, 3 or ' 1 carbon atoms or CmH2m NR(12)R(13); 
R(12)andR(13) 

ind e p e nd e ntly of one anoth e r ore hydrogen or allcyl having 1, 2, 3 or 1 carbon 
atoms; 

m is z e ro, 1, 2, 3 or 4; 

NH C(-0) NH2, C(-0) O oSkyl having 1, 2, 3 or d carbon atoms, C(-0) mil, C(-0) 
NH allcyl having 1, 2, 3 or ^ carbon atoms^ G(~0)"N(alkyl)2 having 1, 2, 3 or 4 carbon 
atoms in each allcyl group, allcenyl having 2, 3, A, 5, 6, 7, 8, 9 or 10 carbon atoms, allcynyl 
having 2, 3, 4, 5, 6, 7, 8, 9 or 10 carbon atoms, allcylaryl having 1, 2, 3 or 4 carbon atoms 
in the allcyl group, allcenyloryl having 2, 3, 4, 5, 6, 7, 8, 9 or 10 carbon atoms in th e 
allcenyl group, allcynylaryl having 2, 3, 4, 5, 6, 7, 8, 9 or 10 carbon atoms in the allcynyl 



134 



groups Gl - C4"alkyl substitat e daryl. CI Cd alkylhet e roaryl, CI CI allcenylh e t e roaryl, 
Q3Ba inoallcylaryl having 1, 2, 3 or 1 oarbon atoms in th e allcyl group, substituted aryl, 
h e t e rooryl and substituted h e t e roaryl; 
R(3),R(1),R(5)andR(6) 

ind e p e nd e ntly of on e anoth e r or e hydrogai, allcyl having 1, 2, 3, '1, 5, 6, 7, 8, 9 or 10 
oarbon atoms, Q - allcyl having 1, 2, 3, <], 5, 6, 7, 8, 9 or 10 oarbon atoms, halog e n, OH, 
aryl, substitut e d aryl, h e t e roaryl, substitot e d heteroaryl, O low e r allcyl, O aryl, O low e r 
allcylaryl, Q substituted aryl, O low e r allcyl substitut e d aryl, O C(-0) CI allcylaryl, 
O C(-0) m. Cl CA allc>4, O C(-0) N(C1 Cd allcyl)2, N02, CN, CF3, NH2, >JH 
C(-0) CI CI allcyl, NH C(-0) NH2, CQQH, C(-Q) 0 CI CI allcyl, C(-0) NH2, 
C(-0) NH Cl CI aUcyl, C(-0) N(C1 C6 alkyl)2, Cl C<l COOH, Cl CI allc}1 C(-0) 
O Cl CI allcyl, S03H, S02 allcyl, S02 alkylaryl, S02 N (allcyl)2, S02 
N(allcyl)(allcylaryl), C(-Q) R(ll), Cl CIO alkyl C(-0) R(ll), C2 CIO aUcsnyl C(-0) 
R(ll), C2 CIO allcynyl C(-0) ROlXm C(-0) Cl CIO allcyl C(-0) R(ll), O Cl 
Cll allcyl C(-0)R(11); 

R(ll) is Cl C ' 1 allcyl, Cl Cl allcynyl. aryl, oubotitutod aryl, mn, NH Cl Cl allc>4, N 

(Cl Cd allcyl)2, S03H, SQ2 allcyl, S02 alkylar}i, SQ2 N (allcyl)2, SQ2 

N(aUcyl)(allc>iar>i); 

X is 0,SorNH; 

R(7),R(8),R(9)andR(10) 

independently of one anoth e r are hydrogen, allcyl, oyoloallcyl, aryl, allcylaryl; 
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R(8)QndR(9) 

tog e lh e r are part of a 5, 6 or 7 memb e red het e rooyolio ring; 
A is absent or is a nontoxic organic or inorganio acid; 



ale) a b e nzyloxyoarbonylgnanidin e of the formula . 
R( 

R(2)\Jn^- 



) 

R(5) 




R(3) I /\ Y ^ 



R(4) R(6)r(7) O 
in which: 

R(l),R(2)andR(3) 

indopondontly of one another ore Y [1 R(8) phenyl], Y [3 R(8) phenyl] or Y [2 R(8) 
ph e nyl], 

wher e th e ph e nyl is in each case unsubstituted or substitut e d by 1 — 2 substitu e nts 
from tho group oonoioting of F, CI, CF3, methyl, hydroxyl, mothoxy and 
^}R(96)R(97); 
R(96)andR(97) 

independ e ntly of on e anoth e r ar e hydrog e n or CH3; 

¥ is a bond, CH2, oxygon, S or NR(9); 
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R(9) — is hydrog e n or alkyl having 1, 2, 3 or 'I carbon atoms; 
R(8) io SOa|>ni(98)]b>m.(99)R(lQ); 

a io 1 or 2; 

b is 0 or 1; 

a * b - 2; 

R(98),R(99)andR(10) 

indep e nd e ntly of one another or e hydrogen, -(CI C8) allcyl, h&azyl, (C2 
C8) allcyleno NR(11)R(12), (C2 C8) aUcylono >m.(13) (C2 C8) allcyl e n e 
NR(37)R(38) or (CO C8) allc>4ono CR(39)R(10)CR(^1)R(12)(C0 C8) 
allc>4 e n e NR(^3)R(^^); 

R(ll), R(12), R(13), R(37), R(38), R(13) and R(l^) 

indep e ndently of on e another or e hydrog e n, (CI C8) allcyl or 
benzyl: 

R(39), R(10), R(dl) and R(^2) 

independently of on e anoth e r are hydrog e n, (CI C8) allcyl or 

(CO C3) alkyleneph e nyl. 

wher e th e phenyl is not substituted or is substituted by 1 — 3- 
substitttents selected from F, CI, CF3, methyl and 
m e thoxy; 

R(99)andR(10) 
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tog e ther are 'I — 6 methylen e groups, of whioh one CH2 group can b e 
r e plac e d by oxygen, S , NH , N ■ CH3 or -N benzyl; 

Of 

R(8) is SOa[NR(98)]b>ni(95) C[-N R(91)] NR(93)R(92); 
R(92), R(93), R(91) and R(95) 

indep e nd e ntly of one another are hydrogen or alkyl having 1, 2, 3 or ^ 
carbon atoms: 



R(ll R(2) andR(3) 

indep e ndently of on e another ar e pyixol 1 yl, pyrrol 2 yl or pyrrol 3 yl, 

which is not substitut e d or is substituted by 1 — 1 substituents s e lected from F, CI, 
Br, I, CN, (C2 C8) allcanoyl, (C2 C8) allcoxycarbonyl, formyl, carboxyl, CF3, 
m e thyl, m e thoxy; 

R(l),R(2)andR(3) 

indep e nd e ntly of on e another ar e hydrogen, (CI C8) alkyl, (C2 C8) allc e nyl or 

(CH2)mR(11); 

m is zero, 1 or 2; 

R(11) is (C3 C8) cycloalkyl or phenyl, 

which is not substitut e d or is substituted by 1 — 3 substituents sel e cted 

from F and CI, CF3, methyl, methoxy and NR(15)R(16); 
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R(15)andR(16) 

are hydrog e n or CH3; 

R(l),R(2)andR(3) 

ind e p e nd e ntly of ono another ore Q A [(CH2)k CHR(17) (C-O)R(30)] phenyl, 
Q 3 (CH2)lc CHR(17) (C-Q)R(20)3 phenyl or Q 2 [(CH2)lc CHR(17) (C-0)R(2Q)] 
ph e nyl, 

wh e re th e ph e nyl in e aoh cas e is misubstituted or substitut e d by 1 — 2 substitu e nts 

from the group F, CI, ■ CF3, m e thyl, hydroxyl, m e thoxy and NR(35)R(36); 

R(35)andR(36) 

ind e p e nd e ntly of one another ar e hydrog e n or CH3; 
Q is a bond, oxyg e n, S or NR(18); 

R(18) is hydrogen or (CI CI) allcyl; 
R(17) is 0R(21) or >JR(21)R(22); 

R(21)andR(22) 

ind e p e nd e ntly of one another ar e hydrog e n, (CI 08) allcyl, (01 C8) 

allcanoyl, (CI C8) alkoxycarbonyl, b e nzyl, b e nzyloxyoarbonyl; 

ef 

R(21) iotrityl; 

R(20) is OR(23) or NR(23)R(24); 

R(23), R(2'1) ind e p e nd e ntly of on e anoth e r are 
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hydrogen, (CI C8) alkyl or benzyl; 
k is zero, 1, 2, 3 or 'I; 

R(1XP^.(2) andR(3) 

independ e ntly of on e another ore (CI C9) heteroaryl, 

which is linlced via C or N and whioh is unsubstitut e d or substituted by 1 — 3- 
substituents from th e group F, CI, CF3, CH3, mothoxy, hydroxyl, amino, 
methylamino and dimethylamino; 

R(l),R(2)andR(3) 

are SR(25), OR(25), NR(25)R(26), CR(25)R(26)R(27); 

R(25) is CfH2f (CI C9)hotoroar}1, 

which is unsubstitut e d or substitut e d by 1 — 3 substituents from th e group 
F, CI, CF3, CH3, methoxy, hydroxyl, amino, m e thylamino and 
dimethylamino; 

i is z e ro, 1 or 2; 

R(26) andR(27) 

ind e p e nd e ntly of on e another ar e defined as R(25) or ar e hydrogen or (CI 

CI) allc>4, 

m 
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R(1),R(2) andR(3) 

indep e nd e ntly of one anoth e r ar e (CI C9) h e teroaryl N oxide, 

which is linlc e d via C or N and whioh is imsubstitut e d or substituted by 1 — 3- 
substituents s e lected from F, CI, CF3, CH3, n^i e thoxy, hydroxyl, amino, 
m e thylamino and dimethylantiino; 

R(1X R(2) and R(3) 

independently of one another are SR(28X OR(28), NR(28)R(29) or 
CR(28)R(29)R(30); 

R(28) is CgH2g (CI C9) h e teroaryl N oxide, 

whioh is unsubstitut e d or substitut e d by 1 — 3 substituents selected from F, 
CI, CF3, CH3, m e thoxy, hydroxyl, amino, m e thylamino and 
dimethylamino; 

g is zero, 1 or 2; 

R(29),P.(3Q) 

ind e p e ndently of on e another are d e fin e d as R(28), hydrogen or (CI - C4) 

eF 

R(l), R(2) and R(3) 
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indep e nd e ntly of one anoth e r ar e hydrogon, F, CI, Br, I, C=N, T (CH2)h (CiF2i+l), 
R(31)SQ1 , R(32)R(33)N CO , R(3^) CO or R(<I5)R(^6)N SQ2, whore the 
p e rfluoroallcyl group is straight chain or branch e d; 

? is a bond, oxyg e n, S or NR^?); 

1 is zero, 1 or 2; 

fe is z e ro, 1 or 2; 

i iol,2, 3, d, 5or6; 

R(31), R(32), R(31) and R(15) 

indepondontly of onoanothoraro (CI C8) aUcyl, (C3 C6) allc o nyl, (CH2)nR08) 

or CF3; 

a is zero, 1, 2, 3 or 4; 

R('17) is hydrogen or ollcyl with 1, 2 or 3 carbon atoms; 

R08) is (C3 C7) oyoloalkyl or phenyl, 

which is not substituted or is substitut e d by 1 — 3 substitu e nts 
soloctod from F, CI, CF3, m e thyl, mothoxy and I'JRCIPjRCSO); 

R(10)andR(50) 

are hydrog e n or alkyl having 1, 2, 3 or - 1 carbon atoms; 

ef 

R(32),R(31)andP^(15) 

are hydrog e n; 
R(33)andR(16) 
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independ e ntly of on e anoth e r ar e hydrog e n or allcyl having 1, 2, 3 or 1 carbon 
atoms; 

R(32) and R(33), and R(15) and R(16) 

together ar e 5 or 6 m e thyl e n e groups, of which on e CH2 group oan b e replaced by 
oxygen, S , NH , NCH3 or N benzyl; 



R(lXR(2)andR(3) 

independently of one another are R(51) A G D ; 

R(5 1) is a basic protonatable radical, i. e , an amino group NR(52)R(53)3 an amidino 

group R(52)R(53)N C[-N R(5i)] or a guanidino group R(52)R(53)N C[-N 

R(51)] NR(55) ; 
R(52), R.(53), R(51) and R(55) 

ind e pendently of on e anoth e r ar e hydrogen or allcyl having 1, 2, 3 or d carbon 

atoms; 

R(52) andR(53)are 

a group CaH2a; 

« is 1, 5, 6 or 7; 

wh e r e if a - 5, 6 or 7 a carbon atom of th e group CaH2a can b e r e placed 

by a heteroatom group O, SOd or NR(56), 
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R(53) and P.(5i) or R(51) and R(55) or R(52) and R(55) are 
a group CyH2y; 
J is 2, 3, 1 or 5; 

where if y 3, ^ or 5 a oarbon atom of th e group CyH2Y con be replac e d 
by a heteroatom group SOd or NR(56); 

d is zero, 1 or 2; 

R(56) is hydrogen or methyl; 

R(5 1 ) is a basic heteroaromatio ring syst e m having 1 9 carbon atoms; 

A is a group CeH2 e ; 

6 is zero, 1, 2, 3, 1, 5, 6, 7, 8, 9 or 10; 

wh o re in th e group C e H2e a carbon atom can b e replac e d by one of the groupings 
O , CO , CH[OR(57)] , SOr , >IR(57) , >JR(57) CO , >JR(57) CO NH , 
NR(57) CO NH S02 or ^(57) S02 ; 

f is zero, 1 or 2; 

Q is a phenylene radical 
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R(58) 



R(59) 



R(58)andR(59) 

ind e p e nd e ntly of on e another are hydrog e n, m e thyl, m e thoxy, F, CI, Br, I, 
CF3 or SQs R(6Q); 
R(60) io mothyl orNR(61)R(62); 
R(61)andR(62) 

ind e p e nd e ntly of one anoth e r ar e hydrog e n or oHkyl having 
1, 2, 3 or 'I oarbon atomo; 

B ia CvH2v Ew ; 

V is z e ro, 1,2,3 or A; 

E is O , CO , CH[OR(63)] , SOaa or NR(63) ; 

w is z e ro or 1; 

m is zero, 1 or 2 

R(63) io hydxogm or methyl. 



R(l),R(2)andR(3) 

indopondontlyofoneanothorare CF2R(61), CF[R(65)][R(66)], CF[(CF2)q 
CF3][R(65)]. C[(CF2)p CF3]-CR(65)R(66); 
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R(61) ia vSkyl having 1, 2, 3 or i oarbon atomo or oyoloallc>4 ha\ing 3, 1, 5, 6 or 7 
oarbon atoms; 

R(65) and R(66) indopondontly of on e onothor ore hydrogon or allcyl having 1, 2, 3 or 1 
oarbon atomo; 

q— is zero, 1 or 2; 

f is zero, 1 or 2; 

ef 

R(l),R(2)andR(3) 

indopondontly of ono anoth e r aro OR(67) or I'IR(67)R-(68); 
R(67)andR(68) 

indopondently of one anothor aro hydrogon or allcyl having 1, 2, 3, 1, 5 or 6 
oarbon atoms; 

Of 

R(67)andR(68) 

togothor aro 1, 5, 6 or 7 mothyl o n o groups, of which ono CH2 group can b e 
roplaood by oxygen, S , S02, Wi , NCH3 or bonzyl; 

R(1)andR(5) 

indopondontly of ono anothor aro hydrogon, alley! having 1, 2, 3 or 1 oarbon atomo, F, CI, 
OR(69), !^m.(70)R(71) or CzF2z+l; 
R(6Q),R(70)andR(71) 

indopondontly of ono another aro hydrog e n or allcyl having 1, 2 or 3 oarbon atoms; 
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R(6)andR(7) 

ind e p e nd e ntly of on e anoth e r ar e hydrog e n or alkyl having 1, 2, 3 or 1 carbon atoms; 
X io oxygon or NR(72); 

R(72) is hydrog e n or alkyl having 1, 2, 3 or ' 1 oarbon atoms; 
or a pharmaoeutioally tol e rable salt th e reof; 

al) an allc e nyloarboxylio aoid guanidide, carrying fluorophenyl groups, of th e formula 



R(2) 



R(3) 



R(l) 



R(4) 




H 



R(7) 



in whioh: 



R(6) — is hydrogen, (CI C8) allcyl, (C3 C8) oyoloallcyl or phenyl, 



wher e th e ph e nyl group is not substitut e d or is substituted by 1 — 3 substituents 



selected from CI, CF3, m e thyl, m e thoxy and NR(9)R(10); 



R(9) andR(lO) 



ar e hydrogen, (CI C^) allcyl or (C1- C1) perfluoroallcyl; 



R(7) ind e pendently is defin e d as R(6); 
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R(l), R(2), R(3), R(d) and R(5) 

independ e ntly of on e another are hydrogen or F; 

wher e , how e ver, at least one of the radicals R(l), R(2), R(3), R(1) and R(5) must be 
fluorine; 

or a pharmaoeutioally tol e rable salt th e reof; 
am) abenzoylguanidine of th e formula 



R(l) isR(1) SOm 

orR(5)R(6)NS02 ; 
m is 1 or 2; 

R(1) andR(5) 

independently of one another ar e allcyl having 1, 2, 3, 1, 5, 6, 7 or 8 oarbon atoms, 
allconyl having 3, 1, 5 or 6 carbon atoms, CF3 or CnH2n R(7); 
n is zero, 1,2, 3 or ^; 

R(6) — is H or alkyl having 1, 2, 3 or 1 oarbon atoms; 



R(l) 




in which: 
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R(?) — is oycloallc}i having 3, 1, 5, 6, 7 or 8 carbon atoms or phenyl, 

which is not substituted or is substituted by 1 — 3 substituents 
soloctod from F, CI, CF3, methyl, motho7cy and >ffL(8)R(9); 
R(8)andR(9) 

arc H or allcyl having 1, 2, 3 or 1 carbon atoms; 

e3F 

R(5) is also hydrogen; 
ef 

R(5)andR(6) 

together ar e d or 5 m e thyl e ne groups, of which a CH2 group can be replaced by 

oxyg o n, S, NH, N CH3 or N benzyl; 

ef 

R(l) is Op (CH2)q (CF2)r CF3; 

p is z e ro or 1; 

q is zoro, 1 or 2; 

f is zero, 1,2 or 3; 



R(l) is SR(IO), OR(10)or CR(10)R(11)R(12); 

R(10), R(ll)andR(12) 

independently of one another are hydrog e n, allcyl ha\ing 1, 2, 3, 5, 6, 7 

or 8 carbon atoms, CsH2o (C3 C8) oycloalkyl or an aromatic system 
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ph e nyl; 

B is z e ro, 1 or 2; 

wher e the aromatio systems pyridyl, p>Trolyl, quinolyl, isoquinolyl, 
imidazolyl and ph e nyl ar e unsubstituted or substituted by 1 — 3 substituents 
sel e cted from F, CI, CF3, CH3, methoxy, hydroxyl, amino, methylamino 
and dim e thylamino t 
R(2) is (CH2)u (CF2)t CF3; 

i is zero, 1, 2 or 3; 

« is zero or 1; 

R(3) is hydrogen or indep e ndently is defin e d as R(l); 
or a pharmaoeutioally tolerabl e salt th e reof; 



an) a substituted cinnamio aoid guanidide of th e formula 

R(2) 

R(l) 

R(3)\^^^^ R(6) 




R(5) R(7) 
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in which: 

at loast one of the Gubstituents R(l), R(2), R(3), R(1) and R(5) is 
Xa Yb Ln U; 

X io CR(16)R(17), O, S or NR(18); 

R(16XR(17)andR(18) 

ind e p e ndently of one another are H, allcyl having 1^ 2, 3 or ^ carbon atoms 
or p e rfluoroallcyl having 1, 2, 3 or 1 carbon atoms; 
a is zero or 1; 

¥ is allcyl e ne having 1, 2, 3, ' I, 5, 6, 7 or 8 carbon atoms, alkyl e ne T having 1, 2, 3, 

1, 5, 6, 7 or 8 carbon atoms in th e allc>1en e group, T, T alkylene having 1, 2, 3, 1, 
5, 6, 7 or 8 carbon atoms in th e allcylene group; 

T is NR(2Q), O, S or ph e nylene, 

where th e phenylene is not substituted or is substituted by 1 — 3- 
substitu e nts select e d from CI, CF3, methyl, methoxy and 
NR(21)R(22); 
R(20),F.(21)and R(22) 

independently of one another ar e H, allcyl ha\dng 1, 2, 3 or 
4 carbon atoms or perfluoroallcyl having 1, 2, 3 or 1 carbon 
atoms; 

fe is zero or 1; 
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t is O, S,NR(23) orClcH21c; 

k isl,2, 3, 1, 5, 6, 7, 8; 

H is zero or 1; 

¥ is NR(21)R(25) or an N containing heterooycl© having 1, 2, 3, 1, 5, 6, 7, 8 or 9 

carbon atoms; 
R(2i)andR(25) 

ind e p e nd e ntly of one another ar e hydrogen, allc}d having 1, 2, 3, 5, 6, 7 
or 8 carbon atoms or perflnoroallcyl having 1, 2, 3, 1, 5^ 6, 7 or 8 carbon 
atoms; 

ef 

R(2i) andR(25) 

tog e th e r are d or 5 methylene groups, of which on e CH2 group can b e 
replac e d by oxygen, S, NH, N CHg. or N b e nzyl; 

where the N containing h e t e rocycles ar e N or C bridg e d and are not substitut e d 

or ar e substitut e d by 1 — 3 substituents selected from F, CI, CF3, methyl, methoxy 

andNR(27)R(28); 

R(23),R(27) andR(28) 

indep e ndently of on e another are H, allcyl having 1, 2, 3 or 1 carbon atoms 
or perfluoroallcyl having 1, 2, 3 or 1 carbon atoms; 
and the other substituents R(l), Pv.(2), Ps.(3), Ps.('l) and R(5) in each case 
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independently of one another ar e F, CI, Br, I, CN, On CmH2m+l, Op (CH2)s 
CqF2q+l or CrH2rR(lQ); 

» is zero or 1; 

m is zero 1, 2, 3, 5, 6, 7 or 8; 

f is z e ro or 1; 

iQl,2,3, 1, 5, 6, 7 or 8; 

s is z e ro, 1, 2, 3 or 4; 

f is zero, 1, 2, 3 or 4; 

ifl oyoloallcyl having 3, 1, 5, 6, 7 or 8 carbon atoms, or phonyl, 

where th e phenyl is not substituted or is substitut e d by 1 — 3 substituents 
Goloctod from F, CI, CF3, methyl, methoxy and NR(1 1)R(12); 
R(ll)andR(12) 

indep e nd e ntly of one another are H, alkyl having 1, 2, 3 or 4 
oarbon atoms or p e rfluoroallc>i having 1, 2, 3 or 4 carbon atoms; 

R(6)andR(7) 

independently of one anoth e r arc hydrogen, F, 01, Br, I, CN, alkyl having 1, 2, 3, 1, 5, 6, 

7 or 8 oarbon atoms, porfluoroallcyl ha\dng 1, 2, 3, 4, 5, 6, 7 or 8 carbon atoms, oycloallcyl 

having 3, ^, 5, 6, 7 or 8 oarbon atoms, or phenyl, 

which is not substituted or is substituted by 1 — 3 substituents sel e cted from F, CI, 

CF3, methyl, methoxy and NR(11)R(15); 
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R(11)andR(15) 

ind e pendently of one another are H, alkyl having 1, 2, 3 or i carbon atoms 
or p e rfluoroallcyl having 1, 2, 3 or i oarbon atoms; 
or a pharmac e utically tolerabl e salt thereof; 

ao) a benzoylguanidine of the formula 



at l e ast on e of th e substitu e nts R(l), R(2) and R(3) 

is R(6) C(0H)2 ; 

R(6) — is perfluoroallcyl having 1, 2 or 3 carbon atoms, which is straight ohain or 



and the oth e r substituents R(l), R(2) and R(3) 

ind e pendently of one another are hydrogen, OH, F, CI, Br, I, alkyl having 1, 2, 3, 'I, 5 or 
6 carbon atoms, cycloaUcyl with 3, ^, 5 or 6 carbon atoms, alkoxy ha\dng 1, 2, 3 or 1 
carbon atoms or phenoxy. 



R(l) 




in which: 



branch e d; 
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which is unsubstituted or is substituted by 1 3 substitu e nts seleot e d from F, CI, 
methyl and m e thoxy; 

tho other substituonto R(l), R(2) and R(3) 

indopondontly of one another aro allcyl SOx, CR(7)-^CPs.(8)R(9) or C^CR(9); 

^ is zerOy 1 or 2; 

Rf?) — is hydrogen or m e thyl; 
R(8)andR(9) 

independ e ntly of one another ar e hydrogen, allcyl having 1, 2, 3 or 1 carbon 
atoms, oyoloallcyl having 3, 1, 5, 6, 7 or 8 carbon atoms or phenyl, 

which is unsubstituted or is substituted by 1 — 3 substituents select e d from 

F, CI, CF3, methyl and metihoxy; 

tho othor substituents R(l), R(2) and R(3) 

independently of one another arc phenyl, C6H5 (CI CI) allcyl, naphthyl, biphonylyl, 

quinolinyl, isoquinolinyl or imidazolyl, 

where quinolinyl, isoquinolinyl or imidazolyl are bonded via C or N and where 
phenyl, C6H5 (CI CI) allcyl, naphthyl, biphonylyl, quinolinyl, isoquinolinyl and 
imidazolyl ar e unsubstituted or are substituted by 1 — 3 substituents select e d from 
F, CI, CF3, CH3, methoxy, hydroxyl, amino, mothylamino and dimothylamino; 

ef 
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tho other substituonts R(l), R(2) and R(3) 

indopondontly of one another are SR(IO), OR(IO), CR(10)R(1 1)R(12); 

is CfH2f (C3 C8) oycloallcyl, quinolinyl, iooquinolinyl, p>Tidinyl, imidazolyl or 
ph e nyl, 

where the aromatic systems qninolinyl, isoqninolinyl, pyridinyl, 
imidazolyl and phenyl are nnsubstituted or ar e substituted by 1 — 3- 
substitu e nts selected from F, CI, CF3, CH3, methoxy, hydroxyl, amino, 
m e thylamino and dim e thylamino; 

f is z e ro, 1 or 2; 

R(ll)andP.(12) 

indopondontly of one anolfaor are defined as RCIO)^ hydrogen or allcyl having 1, 2, 
3 or 1 carbon atoms; 

R(1)andR(5) 

independently of one another are hydrogen, allcyl having 1, 2 or 3 carbon atoms, F, CI, 

Br, I, OJ, 0R(13), NR(1 1)R(15), (CH2)n (CF2)o CF3; 

R(13),R(11)andP.(15) 

independently of one another are hydrogen or allcyl having 1, 2, 3 or ^ carbon 

atoms; 

n is zero or 1 ; 

6 is zero, 1 or 2; 
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ora - phcmnaoeutioallytol e rabl e -salt-thereof; 



op) sulfonimidamides of the formula I 
Rl 



N 

0 S K2 

R4 ^ 

in which: 

at least one of the thre e substituents R(l), R(2) and R(3) 
is abenzoylguanidin e , 




O NH2 



which is unsub s titttted or substitut e d in Ih e ph e nyl moi e ty by 1 — 4 radicals 
select e d from allcyl having 1, 2, 3, '1, 5, 6, 7 or 8 carbon atoms, allcenyl having 2^ 
3, A, 5, 6, 7 or 8 carbon atoms, (CH2)m R(U), F, CI, Br, I, C=N, CF3, 
R(22)S02 , R(23)R(21)N CO , R(25) CO , R(26)R(27)N SQ2, OR(35), SP.(35) 
or NR(35)R(36); 
m is zero, 1 or 2; 
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is (C3 C8) oyoloallcyl or phenyl, 

which is not substituted or is substitut e d by 1 — 3 substituents 
selected from F and CI, CF3, methyl, methoxy and NR(15)R(16); 
R(15) andR(16) 

indep e ndently of one another are hydrogen or CH3; 
R(22), R(23), R(25) and R(26) 

ind e p e nd e ntly of one anoth e r ar e allcyl having 1, 2, 3, ^, 5, 6, 7 or 8 carbon 
atoms, allc e nyl having 2, 3, 5, 6, 7 or 8 carbon atoms, (CH2)nR(29) or 

n is zero, 1, 2, 3 or 1; 

R(29) is (C3 C7) oycloallcyl or phenyl, 

which is not substituted or is substitut e d by 1 — 3 substitu e nts 
selected from F, CI, CF3,methyl, m e thoxy and NR(30)R(31); 
P.(30) andF.(31) 

ar e hydrogen or allcyl having 1, 2, 3 or ^ carbon atoms; 

er 

R(23),R(25)andR(26) 

are hydrogen; 
R(21)andR(27) 
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independently of on e anoth e r are hydrogen or alkyl having 1, 2, 3 or 1 
carbon atoms; 

R(23) and R(21), and also Pv(26) and P^(27) 

tog e th e r are 5 or 6 m e thyl e n e groups, of whioh one CH2 group can b e 

r e placed by oxygen, S , NH , NCH3 or N benz}i; 
R(35)andR(36) 

ind e p e ndently of one another ar e hydrogen or alkyl having 1, 2, 3, 1, 5 or 
6 carbon atoms; 

ef 

R(35) andR(36) 

tog e th e r are ' I 7 methylene groups, of which on e CH2 group can b e 
replaced by oxyg e n, S , NH , NCH3 or N benzyl; 

er 

R(S§) 

is phenyl, 

which is not substituted or is substituted by 1 — 3 substituents 

soloctod from F, CI, CF3, m e thyl, mothoxy, S02R(5), 

S02NR(6)Pv(7) and NR(32)R(33); 

R(§) — is allcyl having 1, 2, 3, 1, 5 or 6 carbon atoms 

R(6)andR(7) 
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ind e p e nd e ntly of one anoth e r ar e hydrogen or allcyl having 
1 3 2^ 3 or 1 oarbon atoms; 
R(32) andR(33) 

indep e nd e ntly of on e another are hydrog e n or allcyl having 
1, 2, 3 or 1 oarbon atoms; 

ef 

is CI C9 heteroaryl, 

which is unsubstituted or substituted by 1 — 3 substitu e nts selected 
from F, CI, CF3, CH3, methoxy, hydroxyl, amino, methylamino 
and dim e thylamino; 
and th e other substituents R(l), R(2) and R(3) in e ach cas e 

independently of one another ar e allcyl having 1, 2, 3, 1, 5, 6, 7 or 8 carbon atoms, 
(CH2)pR(10) 

p is zero, 1, 2, 3 or 1; 

R(10) is phenyl, 

which is not substituted or is substituted by 1 — 3 substituents selected 
from F, CI, CF3, methyl, mothoxy, S02NR(17)R(8) and S02R(9); 
R(17)andR(8) 

indep e nd e ntly of on e another are hydrog e n or allcyl having 1, 2, 3 

or A carbon atoms; 
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"R(9) — is allcyl having 1, 2, 3 or 1 oarbon atoms; 
or the other radicals R(l) and R(3) in each case 
ar e hydrogen, 

R(4) — is hydrogen or alkyl having 1, 2, 3 or 1 carbon atoms; 
or a pharmac e utioally tol e rabl e salt th e reof; 

aq) abenzoylguanidine of th e formula 

O 

II 

0=^S Rl 

R2 -N 




in which: 

R(l) is alkyl having 1, 2, 3, 5, 6, 7 or 8 carbon atoms or NR(7)R(8); 
R(7)andR(8) 

independently of one another are hydrogen or alkyl having 1, 2, 3, 1, 5, 6, 7 or 8 
carbon atoms; 

R(3) — is hydrogen, allcyl having 1, 2, 3, 1, 5, 6, 7 or 8 carbon atoms or S02R(9); 

R^) — independently is defined as R(l); 

R(3) is hydrogen, SR(25), OR(25), MR(25)R(26) or CR(25)R(26)R(27); 
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R(25) is hydrogen^ aUcyl having 1, 2, 3, 1, 5, 6, 7 or 8 oarbon atoms, or phenyl, 

which is unsubstituted or substitut e d by 1 — 3 substituents select e d jfrom F, 
CI, CF3, CH3, methoxy, hydroxyl, amino, m e thylamino and 
dimethylamino; 

er 

is (CI C9) heteroaryl, 

which is unsubstituted or substituted by 1 — 3 substitu e nts selected from F, 
CI, CF3, CH3, m e thoxy, hydroxyl, amino, methylamino and 
dimethylamino; 

R(26) and R(27) 

ind e p e ndently of one another are defined as R(25) or ar e hydrogen or allcyl 

having 1, 2, 3, 1, 5, 6, 7 or 8 carbon atoms; 
R(4) — is hydrogen, F, CI, Br, I, OH, C^iN, CF3, allcyl havmg 1, 2, 3, 1, 5, 6, 7 or 8 oarbon 
atoms, alk e nyl having 2, 3, 4, 5, 6, 7 or 8 carbon atoms or (CH2)mR(11); 

m is zero, 1 or 2; 

R(11) is (C3 C8) cycloallc>i or phenyl, 

which is not substituted or is substituted by 1 — 3 substituents selected 

from F and CI, CF3, methyl, m o thoxy and NR(15)R(16); 

R(15)andR(16) 

indep e ndently of one another are hydrogen or -CH3; 
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R(5) and R(6) 

indep e ndently of one anoth e r are hydrogen, allcyl having 1, 2, 3 or ' 1 carbon atoma, F, CI, 
OR(32), NR(33)R(3^)orCF3; 
R(32),R(33)andR(31) 

ind e p e nd e ntly of on e anoth e r ore hydrog e n or allcyl having 1, 2, 3 or 1 oarbon 

atoms; 

or a pharmao e utioally tol e rabl e salt ther e of; 

ar) a b e nz e n e dioarboxylio add diguanidide of the formula 



R2 




in whioh: 

ono of the radioalo R(l), R(2), R(3) and R(^) 

io CO N-C(^^H2)2; 
and the ofc e r radicals R(l), R(2), R(3) and R(^) in e aoh case or e : 

R(l) is hydrogen, allcyl ha\Tng 1, 2, 3 or i oarbon atomo, F, CI, Br, I, OR(32), >?R(33)R(3^) 
orCF3; 

R(32),R(33)andR(3^) 
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indep e nd e ntly of one another ar e hydrog e n or allcyl having 1, 2, 3 or 1 carbon 
atoms; 

R(2) andR(1) 

independently of one another ar e hydrog e n, CI, Br, I, OH, CN, CF3, 

CO N-C(NH2)2, allcyl ha\dng 1, 2, 3, 5, 6, 7 or 8 carbon atomo, allcenyl having 2, 3, 
1, 5, 6, 7 or 8 carbon atoms or (CH2)mR(11); 

Hi is z e ro, 1 or 2; 

R(11) is (C3 C8) cycloallcyl or phenyl, 

which is not substituted or is substituted by 1 — 3 substitu e nts sel e cted 
from F and CI, CF3, methyl, methoxy and NR(15)R(16); 
R(15)andR(16) 

are hydrog e n or CH3; 

R(2)andR(1) 

indq)endently of one another are p>Trol 1 - yl, p>Trol - 2 - yl or p>Trol - 3 ■■ yl, 

each of which is not substitut e d or is substituted by 1 — 4 substituents select e d 
fromF, CI, Br, I, CN, (C2 C8) alkanoyl, (02 08) alkoxyoarbonyl, formyl, 
carboxyl, CF3, methyl, m e thoxy; 

R(2) andR(1) 

164 



indopondontly of one another are R(22) S02 , R(23)R(21)N CO , R(28) CO or 

R(29)R(30)N S02; 

R(22)andR(28) 

independently of on e another are methyl or -CFS; 
R(23), R(21), R(29) and R(30) 

indep e ndently of one another are hydrog e n or m e thyl; 

er 

R(2)andR(1) 

independently of on e anoth e r ar e OR(35) or ■ NR(35)R(36); 
R(35)andR(36) 

independ e ntly of on e another are hydrogen or oSkyl having 1, 2, 3 ^ 1, 5 or 6 
oarbon atoms; 

R(35)andR(36) 

together are 4 — 7 methylene groups, of which one CH2 group can be replac e d by 
oxygen, S , NH , NCH3 or N - bengyl; 
R(3) ia hydrogen, SR(25), OR(25), NR(25)R(26), CR(25)R(26)R(27); 

R(25) ia hydrogen, allcyl having 1, 2, 3, 1, 5, 6, 7 or 8 oarbon atomo or phenyl, 

which is unsubstitut e d or substitut e d by 1 — 3 substituents selected from F, 
CI, CF3, CH3, methoxy, hydroxyl, amino, methylamino and 
dim e thylamino; 
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R(25) io (CI C9) heteroar}^, 

which is luisubstituted or substituted by 1 — 3 substituents s e l e cted from 
CI, CF3, CH3, m e thoxy, hydroxyl, amino, methylamino and 
dim e thylamino; 

R(26) andR(27) 

ind e pendently of one anoth e r are defined as R(25) or are hydrogen or allcyl ha\ang 
1, 2, 3, A, 5, 6, 7 or 8 carbon atoms; 
R(§) — is allcyl having 1, 2, 3 or i carbon atoms, CI, Br, I, X (CH2)y CF3 or phenyl, 

which is not substitut e d or is substituted by 1 — 3 substitu e nts s e lected from F and 

CI, CF3, methyl, methoxy and NR(6)R(7); 

R(6)andR(7) 

ind e p e ndently of one another ar e hydrog e n or - CH3; 

X is a bond or oxygen; 

y is zero, 1 or 2; 

or a pharmaceutically tolerable salt th e r e of; 

as) a benzenedicorboxylic acid diguanidido of the formula 
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R2 



R3 




Rl 



R4 




R5 O 



in whioh: 



one of the radioda R(l), R(2), R(3) and R(5) 

io CON-C(>M2)2; 
and the other radicals R(l), R(2), R(3) and R(5) in e ach cas e are: 
R(l)andR(5) 

independently of one anoth e r ore hydrog e n, allcyl having 1, 2, 3 or 1 carbon atoms, F, CI, 
OR(32), hfR(33)R(3'1)orC!F3; 
R(32),R(33)andR(31) 



R(2) io hydrogen, F, CI, Br, I, OH, CN, CF3, CO N-C(NH2)2, allcyl having 1 , 2, 3, 1, 5, 6, 7 
or 8 carbon atoms, allc e nyl having 2, 3, ^, 5, 6, 7 or 8 carbon atoms or (CH2)mR(11); 



R(11) is (C3 C8) oyoloallcyl or phenyl, 

whioh is not substitut e d or is substituted by 1 — 3 subotituents s e l e ct e d 
from F and CI, CF3, methyl, m e thoxy and >JR(15)R(16); 
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ind e p e nd e ntly of one anoth e r ar e hydrogen or allcyl having 1, 2, 3 or ^ carbon 



atoms; 



is z e ro, 1 or 2; 



R(15)andR(16) 

independ e ntly of one another are hydrogen or - CH3; 

R(2) is R(22) S02 , R(23)R(21)N CO , R(28) CO or R(29)R(30)N S02; 
R(22)andR(28) 

independ e ntly of on e anoth e r ar e methyl or - CF3; 
R(23), R(21), R(29) and R(30) 

independ e ntly of on e another are hydrogen or m e thyl; 

er 

R(2) io OR(35) or NR(35)R(36); 
R(35) andR(36) 

independ e ntly of on e another are hydrogen or allcyl having 1, 2, 3, 1, 5 or 6 

carbon atoms; 

R(35)andR(36) 

together ar e 4 — 7 m e thyl e n e groups, of which one CH2 group can be replaced by 

oxygen, S , -NH , NCH3 or - N - benzyl; 
R(3) iG hydrogen, SR(25), OR(25), Ml(25)R(26), CR(25)R(26)R(27); 
R(25) is hydrogen, alkyl having 1, 2, 3, 1, 5, 6, 7 or 8 carbon atoms or phenyl, 
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which is xmsubstituted or substituted by 1 — 3 substituents s e lected from F, 
CI, CF3, CH3, methoxy, hydroxyl, amino, methylamino and 
dimethylamino; 

er 

R(25) io (CI C9) heteroaryl, 

which is unsubstituted or substituted by 1 — 3 substitu e nts s e l e cted from 
CI, CF3, CH3, m e thoxy, hydroxyl, amino, methylamino and 
dimethylamino; 

R(26)andR(27) 

independ e ntly of on e another ar e defined as R(25) or are hydrogen or allcyl having 
1, 2, 3, 1, 5, 6, 7 or 8 carbon atoms; 
R(4) — is CF3, allcyl having 1, 2, 3, i, 5, 6, 7 or 8 carbon atoms, allcenyl ha\dng 2, 3, 1, 5, 6, 7 or 

8 carbon atoms, (C3 C8) cycloalkyl or (CH2)mR.(11); 
m is 1 or 2; 

R(11) is (C3 C8) oycloallcyl or phenyl, 

which is not substituted or is substituted by 1 — 3 substituents selected 
from F and CI, CF3, methyl, methoxy and m(15)R(16); 
R(15) andR(16) 

independ e ntly of one another ar e hydrogen or CH3; 
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R(49 — is phenyl, 

which is substitut e d by 2, 3, 1 or five substituents selected from CI, CF3, 
methyl, methoxy and - NR(15)R(16); 
R(15)andR(16) 

indep e nd e ntly of on e another ar e hydrog e n or CHS; 
or a pharmac e uticdly tol e rable salt thereof; 



at) a diaryldioarboxylio acid diguanidide of the formula 



R2 R9 




R6 



in which: 

one of the radicals R(l), R(2), R(3), R(1) and R(5) 

io CO N--C(NH2)2; 
the other radicals R(l) and R(5) in each case 

independently of one another ore hydrog e n, allcyl having 1, 2, 3 or ^ carbon atoms, F, CI, 
OR(32), >JR(33)R(31) or CF3; 
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R(32X R(33)andR(3^) 

independently of one another are hydrogen or allcyl having 1, 2, 3 or 1 carbon 
atoms; 

th e oth e r radicals R(2) and R(1) in e ach case 

ind e p e ndently of on e another ar e hydrogen, CI, Br, I, OH, CN, CF3, 

CO N^C(NH2)2, allcyl having 1, 2, 3, d, 5, 6, 7 or 8 carbon atoms, dkonyl having 2, 3, 

1, 5, 6, 7 or 8 carbon atoms or (CH2)mR(11); 

m is zero, 1 or 2; 

R(11) is (C3 C8) cyoloalkyl or phenyl, 

which is not substituted or is substituted by 1 — 3 substituents select e d 
from F and CI, CF3, m e thyl, mothoxy and >JR(15)R(16); 
R(15)andR(16) 

are hydrogen or CH3; 

OF 

the other radicals R(2) and R(1) in each case 

indopondontly of one anolhor are pyrrol 1 yl, pyrrol 2 yl or p>Trol 3 yl, 

which is not substituted or is substitut e d by 1 — 1 substituents selected from F, CI, 
Br, I, CN, (C2 C8) allcanoyl, (C2 C8) allcoxycarbonyl, formyl, carboxyl, CF3, 
methyl, m e thoxy; 

the other radicals R(2) and Pi.(1) in each case 
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aroR(22) S02 , R(23)R(21)N CO , R(28) CO or R(29)R(30)N S02; 
R(22) andR(28) 

independently of one another or e methyl or CF3; 
R(23), R(21), R(29) and R(30) 

ind e pendently of one another are hydrogen or methyl; 

the oth e r radioalo Pi.(2) and R(1) in eaoh case 

indep e ndently of on e another ar e OR(35) or NR(35)R(36); 
R(35)andR(36) 

independ e ntly of one anoth e r are hydrogen or alkyl having 1, 2, 3, 1, 5 or 6 

carbon atoms; 

ef 

R(35)andR(36) 

togeth e r ar e ^ — 7 methylene groups, of which one CH2 group can be replaced by 
oxygon, S , , NCH3 or N benz>i; 
the other radical R(3) in each case 

is hydrogen, SR(25), OR(25), m(25)R(26), CR(25)R(26)R(27); 

R(25) is hydrogen, allcyl having 1, 2, 3, 1, 5, 6, 7 or 8 carbon atoms or phenyl, 

which is unsubstituted or substituted by 1 — 3 substituents soloctad from F, 
CI, CF3, CH3, methoxy, hydroxyl, amino, methylamino and 
dim o thylamino; 
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R(25) is (CI C9) h e teroar>4, 

which is imsubstitut e d or substituted by 1 — 3 substituents s e lected from F, 
CI, CF3, CH3y methoxy, hydroxyl^ amino^ methylamino and 
dim e thylamino; 

R(26)andR(27) 

ind e pend e ntly of on e another ore defined as R(25) or ar e hydrog e n or allcyl having 
1, 2, 3y 1, 5, 6, 7 or 8 carbon atoms; 
on e of the radicals R(6), R(7), R.(8), R(9) and R(10) 

is CON-C(NH2)2; 
th e other radicals R(6) and R(10) in e ach cas e 

ind e pendently of on e another ar e hydrogen, allcyl having 1, 2, 3 or ' I carbon atoms, F, 01, 
OR(132), >ni(133)R(131)orCF3; 
R(132), R(133) andR(131) 

ind e p e ndently of on e anoth e r ar e hydrogen or allcyl having 1, 2, 3 or '1 carbon 
atoms; 

the other radicals R(7) and R(9) in each case 

independently of on e another ar e hydrogen, F, CI, Br, I, OH, - CN, CF3, 
CO N-C(NH2)2, aUcyl having 1, 2, 3, 1, 5, 6, 7 or 8 carbon atoms, allconyl having 2, 3, 
1, 5, 6, 7 or 8 carbon atoms or ■ (CH2)mmR(ll^); 
iam — is zero, 1 or 2; 
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R(111) 

is - (C3"C8)-oyoloallcyl or phenyl, 

which is not substituted or io substituted by 1 — 3 substituents select e d 
from F and CI, CF3, methyl, mothoxy and >JR(1 15)R(1 16); 
R(115) andR(116) 

ar e hydrog e n or CH3; 

th e oth e r radicals R(7) and R(9) in each cas e 

independ e ntly of on e another are p>Trol - l - yl, p>Trol - 2 yl or p>Trol 3 yl, 

which is not substituted or is substituted by 1 — 4 substituents s e lected from F, CI, 
Br, I, CN, (C2 C8) alkanoyl, (C2 C8) allcoxycarbonyl, formyl, carboxyl, CF3, 
methyl and m e thoxy; 

the oth e r radicals R(7) and R(9) in each case 

aroR(122) S02 , R(123)R(121)N CO ,R(128) CO or R(129)R(130)N SQ2; 
R(122)andR(128) 

independently of on e another are methyl or CF3; 
R(123), R(121), R(12Q) and R(130) 

independ e ntly of on e another are hydrogen or m e thyl; 
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the other radicals R(7) and R(9) in eaoh cas e 

independ e ntly of one another ar e OR(135) or -NP^(135)R(136); 
R(135) andR(136) 

ind e pendently of on e anoth e r are hydrogen or alkyl having 1, 2, 3, 1^ 5 or 6 
carbon atoms; 

R(135) and R(136) 

together are 1 — 7 methylene groups, of which one CH2 group can be replaced by 
oxyg e n, S , NH , - NCH3 or N b e nzyl; 
the oth e r radical R(8) in each case 

is hydrogen, SR(125), OR(125), NR(125)R(126) or CR(125)R(126)R(127); 
R(13§) 

is hydrogen, alkyl having 1, 2, 3, 1, 5, 6, 7 or 8 carbon atoms or phenyl, 

which is unsubstituted or substituted by 1 — 3 substituents sel e cted from F, 
CI, CF3, CH3, mothoxy, hydroxyl, amino, m e thylamino and 
dim e thylamino; 

R(iS§) 

is (CI C9) heteroar}4, 
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which is unsubstituted or substituted by 1 — 3 substituents sel e cted from F, 
CI, CF3, CH3, m e thoxy, hydroxyl, amino, m e thylamino and 
dimethylamino; 
R(126)andR(127) 

ind e pend e ntly of one another ore defined as R(125) or ar e hydrogen or ollcyl 
having 1, 2, 3, 1, 5, 6, 7 or 8 carbon atoms; 

A is absent or is NR(ll) CO , NR(12) CO >JR(13) , >JR(17) CO NR(18) S02 , 

>JR(19) S02 , S02 >JR(19) S02 , S02 NR(19) CO , O CO NR(19) S02 or 
CR(20)-CR(21) ; 

R(ll), R(12), R(13), R(17), R(18), R(19), R(20) and R(21) 

independently of one another are hydrogen or alkyl having 1, 2, 3, 1, 5, 6, 7 or 8 
carbon atoms 
or a phaimaceutically tolerable salt thereof; 

au) a substituted thioph e nylalkenylcarboxylio acid guanidid e of th e formula 




in which: 

at least one of the substituents R(l), R(2) and R(3) 

is Op (CH2)q CqF2q+l, R(10)CO orR(31)SOk; 
f is zero or 1; 



is zero^ 1^2,3 or^; 



iol,2, 3, 1,5, 6, 7 or 8; 



is zero, 1 or 2; 



R(10) is alkyl having 1, 2, 3, 1, 5, 6, 7 or 8 carbon atoms, porfluoroallcyl having 1, 2, 3, 



1, 5, 6, 7 or 8 carbon atoms, oycloallcyl having 3, 1, 5, 6, 7 or 8 carbon atoms, or 
phenyl, 

which is not substituted or is substituted by 1 3 substitu e nts s e l e cted 
from F, CI, CF3, methyl and m e thoxy; 
R(31) is alkyl having 1, 2, 3, 1, 5, 6, 7 or 8 carbon atoms, perfluoroallcyl having 1, 2, 3, 

1, 5, 6, 7 or 8 carbon atoms, cycloallc>d having 3, 1, 5, 6, 7 or 8 carbon atoms, or 



phenyl, 



which is not substituted or is substitut e d by 1 — 3 substituents s e lected 
from F, CI, CF3, mothyl or methoxy; 



R(31) isNR(11)R02); 
R(11)andR(12) 
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ind e p e nd e ntly of one another are hydrogen, allc}i having 1, 2, 3 or ^ 
carbon atoms, perfluoroallcyl having 1, 2, 3 or 1 oarbon atoms, 

OF 

R(11)andR(12) 

tog e th e r are 1 or 5 m e thylen e groups, of which on e CH2 group oan be 

roplaood by oxygen, S, NH, N CH3 or N benzyl; 
and th e other substitu e nts R(l), R(2) and R(3) in each cas e 

independently of one another are H, F, CI, Br, I, CN, Ona CmaH2ma-M or 
OgaCraH2raR(10); 

Ha is zero or 1; 

mst is z e ro, 1, 2, 3, ^, 5, 6, 7 or 8; 

ga is z e ro or 1; 

is z e ro, 1, 2, 3 or 1; 

R(10) is oycloallcyl ha\ing 3, 1, 5, 6, 7 or 8 carbon atoms or phenyl, 

where the ph e nyl is not substituted or is substituted by 1 — 3 substituents 

sel e ct e d from F, CI, CF3, m e thyl and methoxy; 

Fv(1) andR.(5) 

independently of one another are hydrogen, F, CI, Br, I, CN, allcyl ha\dng 1, 2, 3, 1, 5, 6, 
7 or 8 oarbon atoms, porfluoroallcyl having 1, 2, 3, 1, 5, 6, 7 or 8 carbon atoms, cycloallc>d 
having 3, 1, 5, 6, 7 or 8 carbon atoms or phenyl, 
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which is not substituted or is substitut e d by 1 — 3 substitu e nts select e d from CI, 
CF3, methyl, methoxy and NR(11)R(15); 
R(11) andR(15) 

independently of one another ar e H, allcyl having 1, 2, 3 or 1 carbon atoms 
or p e rfluoroallcyl having 1, 2, 3 or 1 carbon atoms; 
or a pharmac e utically tolerabl e salt thereof; 
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av) on orfho- subotitot e d b e nzoylguonidin e of th e formula 



R(3) 



CI O N 



in which: 
R(2) and R(3) 

indep e ndently of on e another or e hydrogen^ Cl^ Br, I, (C: y-G%} 
or QR(5); 

R(5) is (C4 .-G ^) alkyl or CdH2d (C^ -^g) 
d is z e ro, 1 or 2; 



wher e one of the two substitu e nts R(2) and R(3) is always hydrogen but both substitu e nts R(2) 
and R(3) are not simultan e ously hydrog e n, 
or a pharmaceutioally tolerable salt thereof; 
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ax) a benzoylguanidine of th e formula 




in which: 

R(l) — is H, F, CI, Br, I, CN, NO^, allcyl having 1, 2, 3, 5, 6, 7 or 8 oarbon atoms, allcoxy 

having 1, 2, 3, 1, 5, 6, 7 or 8 oarbon atoms, cyoloallcyl having 3, 1, 5, 6, 7 or 8 oarbon 
atoms, oyoloalkoxy having 3, 1, 5, 6, 7 or 8 oarbon atoms or X^ -^GMg.)i^-(GF'2^^-G¥-2^y 

X is oxyg e n, S, NR(5), 

a is zero or 1; 

fe is zero, 1 or 2; 

B is z e ro, 1, 2 or 3; 

— is H, allc>i having 1, 2, 3 or 1 oarbon atoms or ■■ CdH2dR(6); 

4 is z e ro, 1, 2, 3 or 

— is oyoloolkyl having 3, 1, 5, 6, 7 or 8 oarbon atoms, ph e nyl, 
biph e nylyl or naphthyl, 
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where the aromatios phenyl, biphenylyl or naphthyl ar e not 
substituted or are substituted by 1 — 3 substituents select e d 
from F, CI, CF^, methyl, methoxy and >JR(7)R(8); 

R(7) andR(8) 

ind e pendently are H or allcyl having 1, 2, 3 or ^ 
oarbon atoms; 

R(l) io SR(10X OR(10)or CR(10)R(11)R(12); 

R(1Q) is ■ CfH2f - oycloallcyl having 3, 1, 5, 6, 7 or 8 carbon atoms in th e oyoloallcyl ring, 
or ph e nyl, 

wher e phenyl is unsubstituted or substituted by 1 — 3 substitu e nts s e l e cted 
from F, CI, CF^ j-GS ^y methoxy, hydroxyl, amino, methylamino and 

dim e thylamino; 

f is zero, 1 or 2; 

R(ll)andR(12) 

independ e ntly of one anoth e r ar e d e fined as R(10) or are hydrogen or allcyl having 
1, 2, 3 or 1 oarbon atoms; 

R(l) — is ph e nyl, naphthyl, biphenylyl or het e roaryl having 1, 2, 3, d, 5, 6, 7, 8 or 9 oarbon 
atoms, with the latter being linlced via a carbon atom or a nitrog e n atom of the ring, 
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which ar e in eaoh cas e unsubstitut e d or substituted by 1 — 3 substituents selected 
from F, CI, CF^ yG ^y methoxyj hydroxyl^ amino, m e thylamino and 

dimethylamino, 

P.(l) is SR(13X OR(13X NHP<13), m(13)R(11X CHR(13)R(15X C[P.(15)R(16)QH], 
Cz:CR(18), C[R(19)]-CHR(18), C[R(20)R(21)]k (CO) [CR(22)R(23)]1 R(21), 

k is zero, 1, 2, 3 or 1; 

i is zero, 1,2, 3 or 4; 

R(13)andR(H) 

identically or differently arc (CHa ) g (CHOH)b -(€Ha) i (CHOH)j R(17) or (CH 

R(17) is hydrog e n or methyl, 
g, h and i 

id e ntically or diff e rently are zero, 1, 2, 3 or 1; 
j is 1,2,3 orl; 
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R(15)aiidR(16) 

identically or differently are hydrogen, alkyl having 1, 2, 3 , 1, 5 or 6 carbon atoms 
or, together with th e carbon atom carrying them, are cycloalkyl having 3, 1, 5, 6, 
7 or 8 carbon atoms; 

is ph e nyl, 

which is unsubstitut e d or substituted by 1 — 3 substituents s e lected from F, 
CI, CF^, methyl, methoxy and NR(25)R(26); 

R(25)andR(26) 

are H or allcyl having 1, 2, 3 or 'I carbon atoms; 

R(18) is het e roaryl having 1, 2, 3, 1, 5, 6, 7, 8 or 9 carbon atoms, 
which is unsubstituted or substituted as phenyl; 

R(18) is alkyl having 1, 2, 3, 1, 5 or 6 carbon atoms, 

which is unsubstitut e d or substituted by 1 — 3 OH; 

R(i8) 

is cycloalkyl having 3, 1, 5, 6, 7 or 8 carbon atoms; 

R(19), R(20), R(21), R(22) and R(23) 

identically or differently are hydrogen or methyl; 
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R(2^) is H, allcyl having 1, 2, 3, 1, 5 or 6 carbon atoms, oyoloallcyl having 3, 1, 5, 6, 7 or 
8 carbon atoms or CiiiH2m R(18); 
m is 1, 2, 3 or d; 

R(2) andR(3) 

are defined as R(l); 
R(4) — is allcyl having 1, 2, 3 or 1 carbon atoms; 
or a pharmaoeutioally tol e rable salt th e reof; 

ay) an ortho substitut e d b e nzoylguanidine of the formula 




in which: 
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— is H, F, CI, Br, I, CN, NOg, allcyl having 1, 2, 3, 1, 5, 6, 7 or 8 carbon atoms, allcoxy 
having 1, 2, 3, 1, 5, 6, 7 or 8 carbon atoms, oyoloallc>d having 3, 1, 5, 6, 7 or 8 oarbon 
atoms, cycloallcoxy having 3, 1, 5, 6, 7 or 8 carbon atoms or XQ r(€H2)b'(^Pa)e'"^^^t 

X is oxyg e n, S, NR(5), 

a is z e ro or 1; 

fe is zero, 1 or 2; 

€ is zero, 1, 2 or 3; 

R-(§) — is H, allcyl having 1, 2, 3 or 1 carbon atoms or CdH2dR(6); 
4 is zero, 1, 2, 3 or A\ 

R(6) — is cycloallcyl having 3, 'I, 5, 6, 7 or 8 oarbon atoms, phenyl, 
biphenylyl or naphthyl, 

wh e re the aronqtatics phenyl, biphenylyl or naphthyl ar e 
imsubstitut e d or substituted by 1 — 3 substituents sel e cted 
from F, CI, CF^, methyl, methoxy and NR(7)R(8); 

R(7)andR(8) 

ind e p e ndently ar e H or allcyl having I, 2, 3 or 1 
oarbon atoms; 

e¥ 

R(l) is SR(10), OR(10)or CR(10)R(11)R(12); 
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R(10) is C£H2f cyoloaUcyl having 3, 1, 5, 6, 7 or 8 carbon atoms in th e oyoloollcyl ring, 
or phenyl, 

wher e phenyl is unsubstituted or substituted by 1 — 3 substitu e nts s e l e cted 
from F, CI, CF^ yG ^, methoxy, hydroxyl, amino, methylamino and 

dim e thylamino; 

i is z e ro, 1 or 2; 

R(ll)andR(12) 

independ e ntly of on e anoth e r ar e d e fined as R(10), or ar e hydrogen or allcyl 

ha\ing 1, 2, 3 or 1 carbon atoms; 

er 

Rfl) — is ph e nyl, naphthyl, biphenylyl or het e roaryl having 1, 2, 3, 1, 5, 6, 7, 8 or 9 carbon 
atoms, with th e latt e r being linlced via a carbon atom or a nitrog e n atom of th e ring, 

which are in each case unsubstituted or substituted by 1 — 3 substituents sel e cted 
from F, CI, CFg y^Hg ., methoxy, hydroxyl, amino, m e thylamino and 

dimethylamino, 

R(l) is SR(13), 0R(13), NHR(13), NR(13)R(11), CHR(13)R(15), C[R(15)R(16)OH], 
C=CR(18), C[R(19)]-CHR(18), C[R(2Q)R(21)]k (CO) [CR(22)Pv(23)]l R(21), 

k is zero, 1,2,3 or^; 

1 is zero, 1, 2, 3 or 4; 



R(13)andR(li) 

id e ntically or differontly are (CHa ) g (CHOH)i ^-(€Ha) i (CHOH)j R(17) or (CH 

R(17) is hydrogen or m e thyl, 
h and i 

id e ntically or differ e ntly are zero, 1, 2, 3 or 1; 

j io l,2,3or1; 

R(15)andR(16) 

identically or diff e rently ar e hydrogen, allcyl having 1, 2, 3, 4, 5 or 6 carbon atoms 
or, together with th e carbon atom carrying th e m, are cycloallcyl having 3, 1, 5, 6, 
7 or 8 carbon atoms; 

is phenyl, 

which is imsubstituted or substituted by 1 — 3 substituents selected from F, 
CI, CF^, methyl, mathoxy and NR(25)R(26); 

R(25)andR(26) 

are H or allcyl having 1, 2, 3 or 4 carbon atoms; 

R(18) is heteroaryl having 1, 2, 3, 1, 5, 6, 7, 8 or 9 carbon atoms, 
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whioh is unsubstitut e d or substituted as phenyl; 

R(18) is allcyl having 1, 2, 3, 'I, 5 or 6 oarbon atoms, 

whioh is unsubstituted or substitut e d by 1 — 3 OH; 

is oyoloalkyl having 3, 1, 5, 6, 7 or 8 oarbon atoms; 
R(19), R(2Q), R(21), R(22) and R(23) 

identically or diff e rently are hydrogen or methyl; 
R(21) is allcyl having 1, 2, 3, ' I, 5 or 6 oarbon atoms, oyoloalkyl having 3, 1, 5, 6, 7 or 

8 oarbon atoms or CmH2m - R(18); 

m is 1,2,3 or ' 1; 

one of the two substituents R(2) and R(3) 
is hydroxyl; 

IXIIXX 

the other of th e substituents R(2) and R(3) in eaoh oase 

is defined as R(l); 

R(43 — is allcyl having 1, 2, 3 or 1 oarbon atoms; allcoxy having .1, 2, 3 or 4 oarbon atoms, F, CI, 
Br, I or (CH2)n (CF2)o CF3; 

fi is zero or 1; 

e is zero or 1; 



or a pharmaceutioally tol e rable salt th e reof; 
11. a compound of the formula 




in whioh: 
W.YondZ 

ar e a nitrogen atom or a carbon atom substitut e d by R(2) or R(3) or R(1); 
R(4^ — io hydrogen, A, Hal, CF^ y-^g ^, CHF^ j-G^G^^yG^ ^, CM, NO^, e thynyl,orc 

A is allcyl ha\ing 1 to 6 carbon atoms; 

Msi is CI, Br or I; 

X is oxygen, S orNR''; 

R^-^ is hydrog e n, A or a cyclic methylene chain having 3 to 7 carbon atoms; 

R2 is H, A, HO A , HOOC A , (C3 C7) cycloallcyl, (C6 C8) cycloalkylalkyl, CFg .^ 




¥h is ph e nyl, naphthyl or biph e nylyl, which is xmsubstitut e d or mono , di or 

trisubstituted by A, OA, ^JR^R^^ Hal, CFg .? 

Het is a mono - or binuolear saturat e d, unsaturated or aromatic h e tero cycl e 

having 1 to 'I nitrog e n, oxygen and/or sulfur atoms, 

which is unsubstituted or mono , di - or trisubstitut e d by Hal, CFg .^ 

A, OH, OA, X R', CN, - NO^, and/or oorbonyl oxyg e n, 

where H e t is bonded via N or an allcyl e ne chain CmH2m where m z e ro to 6; 

R'andR" 

together ar e allcyl e n e having 4 — 5 carbon atoms, in which one CHg. group can also 

b e replac e d by oxyg e n, S, NH, N A, N Ph and N CH2 Ph; 

R(2)andR(3) 

ind e p e nd e ntly of on e anoth e r ar e hydrog e n, Hal, A, HO - A - , X - R\ C(-N OH) A, A O 
CO (CI CI) alkyl , CN, NO^, COOH, or a halog e n substitut e d A; 

— iGA,Phor Het; 
fi is zero, 1 or 2; 

R(2)andR(3) 

ind e pendently of on e another or e SOa^JRTJ^ Ph or O Ph, O CH^ Ph, CO A, CHO, 

COOA, CS>JR^R", CONR'R^ CH^CH COOH, CH^CH COOA, indcnyl, indanyl, 
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d e oahydronaphthyl^ cyolop e ntenyl, dihydrotMenyly dihydrofaryl, heterobioyolyl, 
alkylthienyl, halothienyly haloallcylthienyl, acylthienyl^ halofuryl, haloalkylfur>i or 
pyrrolyl; 

R(2)andR(3) 

independ e ntly of one anoth e r ar e R(5) O ; 

R(§) — is hydrogen, A, (CI C6) allcenyl or (C3 C7) cyoloalkyl; 
R(i) ioPh^Het, O Hot; CF^, S(0)nR^^^ SOaNR'R", aUc; 

R' 




two of th e substituents R(l) to R(d) 

together are a group O CR(6)R(7) CO NR(8) , 
m — 
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o 




-OE- 



m \\ 



R(9) 



[R(2)} 0 to 4 ; 



wh e r e R(2) haa th e m e oning indioated; 
R(6),R(7),R(8)andR(9) 

indep e nd e ntly of on e onother QTQ H or A>i 

R(8) is (C5 C7) oyoloalkyl; 
ef 

R(9) — is oyano; 

is straight - chain or branohed (CI C8) allcyl or (C3 C8) - oyoloallc>1, 

which is unsubstituted or mono , di - or trisubstitut e d by A; 

Of 

rfk is an e th e nyl or ethynyl radical which is substituted by H, A, Ph or Het; 
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in. an indoloylguanidine d e rivative of the formula 



[R(i)] 



5 



N.. ..NH„ 



N 



R(2) O NH2 
in whioh 

R^) — is hydrog e n, unsubstitot e d or substitoted (Cl - C8) - alkyl, (C3 - C7) - oyoloallcyl, OH, (CI - 

C6) allcyl O , an oromatio radioal or a group ■ CH2-R(20); 

R(20) io (C2 C6) aUc e nyl or (C2 C6) alkynyl; 
R(43 — is 1 to 5 identioal or diff e r e nt subBtitu e nts, whioh ar e : 

hydrogen, unoubotitutBd or oubotituted (CI C8) alkyl, (C2 C6) ollc e nyl, (C2 C6) allcynyl, 

(C3 C7) cyoloallcyl, halogen, NOg. (C2 C8) alkonoyl, arylallcanoyl ha-vingup to 10 

oarbon atoms, oroyl having up to 11 oarbon atoms, -COOH, (C2 C6) allcoxyoarbonyl, on 
aromatic group or on e of th e following mention e d groups: 0R(3), NR(6)R(7) or 
S(O)nR(^0); 

R(3) — is hydrogen, (CI C8) alkyl, oubatitutod (CI C8) allcyl, (C3 C7) cyoloallcyl, an 
oromatio radioal or a group CMq, - R(30) 

R(30) is allc e nyl or ollcynjd; 
R(6)ondR(7) 
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independ e ntly of one another are hydrogen, xmsubstituted or substituted (CI ■ C8) - 
allcylg (C3 C7) oyoloallcyl, (C2 - C8) - ullcanoylg an arylalkanoyl group having up to 
10 carbon atoms, an aroyl group having up to 1 1 oarbon atoms, an aromatic group 

R(60) is (C2 C6) alkenyl or (C2 C6) alk>Tiyl; 
R(6)andR(7) 

tog e th e r with the nitrogen atom ar e a 5 ■ 7 - memb e r e d cyclic amine, which can 
additionally contain further h e teroatoms in th e ring; 
ft is zero, 1 or 2; 

R(^Q) is unsubstituted or substitut e d (CI CS) allcyl, or an aromatic group, or a group 




A is oxygen , S(0)n or N(R5Q) ; 

R(50) is hydrogen or (CI C8) allcyl; 

is hydrogen, xmsubstituted or substituted (CI - C8) allcyl, 

in which th e ring repres e nts a saturated 3 - 8 - membered heterocycle having a 
nitrog e n atom, 

said substitut e d allcyl carri e s on e or mor e groups selected from halog e n, OH, (CI C6) 

allcoxy, CN, COOH, (C2 C6) aUcoxycarbonyl, (C2 C8) allcanoyl, arylallcanoyl having 
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up to 10 oarbon atoms, aroyl having up to 1 1 oarbon atomSy an aromatio group, ■■ 

C0NR(1)R(5), 

R(^)andR(5) 

identically or diff e r e ntly are hydrogen or (CI C8) allcyl; 
R(1)andR(5) 

are conn e cted to one another and together form a 5 — 7 - m e mb e r e d cyclic amine 
which can additionally contain ftirlfaer heteroatoms in th e ring, 
or said substituted allcyl carri e s a group 



in which: 

E is a nitrogen atom or a CH group; 

Sr^— — is hydrog e n, (CI C8) allcyl which is unsubstituted or substituted by OH, (CI 06) 
aUcoxy, CN, CQQH, (C2 C6) allcoxycarbonyl, (C2 C8) allcanoyl, aralkanoyl 
having up to 10 oarbon atoms, aroyl having up to 1 1 oarbon atoms, an aromatic 
group, NR(6)R(7), C0NR(i)R(5); 
R(1)andR(5) 




indep e ndently of on e another are hydrogen or (C1 - C8) allcyl; 



wher e the cyclic system of the formula 



is-ar3 — 8 - memb e r e d saturated diphatio or het e rooyolio ring system having a nitrogen 
atom, 

and where th e aromatio groups m e ntioned ore on ar>i radical having up to 10 carbon atoms, a 5 
or 6 - memb e r e d heterooryl radical having 1 — A nitrog e n atoms, a 5 - or 6 - membered heteroaryl 
group containing 1 or 2 nitrog e n atoms and a heteroatom which is oxyg e n or sulfur, or furyl, 
and wh e r e the oryl radicals mention e d can be unsubstituted or substituted by unsubstituted (Cl - 
C8) aUcyl or substitut e d (CI C8) allcyl, halogen, NO^. (C2 C6) alkoxycarbonyl, CQOH, 

OR(3), NPv(6)R(7), CQNR(i)R(5) , SQaNR(6)R(7) or S(0)nR( 1 Q), 

where R(l) and th e guanidinooarbonyl radical can be in any desir e d position of the 5 or 6 

membered ring of th e indole syst e m, 

or a pharmaceutically tolerable salt th e reof; and 
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IV. a h e t e rooyolio guonidine derivative of th e formi ria 




in which: 

X is O , S , NH , N[(C1 CI) aUcyl] or N(phonyl) ; 

R(1X R(2)andR(3) 

ore hydrog e n, halogen, (Cl - C4) - allcyi, (Cl"C4) - allcyl 0 - , ph e nyl, b e nzyl; 

Of 

two of the substituents R(l), R(2) and R(3) 

together with on e sid e of the b e nzo syst e m ore a ^ — 6 - membered carbooyolio ring; 
R(1) andR(5) 

ind e p e nd e ntly of one another are hydrog e n, (CI C12) alkyl, benzhydryl, arallcyl, 

which is unsubstitut e d or substituted by one or mor e substituents from the groups 
halogen, (CI CI) alkyl, (CI CI) cikyl O or CF^ r"(€H2)«-^"^ 
m is z e ro to 3; 
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T io COOT(l); 

— is hydrogen or (CI C^) allcyl; 
Gy is a b e nzo -fus e d imsaturat e d or dihydro - 5 - member e d ring h e terooyole, 




R(6) 

a pyrazol e or imidazol e ring of the formula 




a naphthyl radical or a dihydro or tetrahydronaphthyl radical 




R(6) 

a 2 , 3 or 1 pyridyl rodiool 
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■ R(6) 



R(7) 



is N - or CH; 



a thienyl radical 
R(6) 

R(6) — is hydrog e n, halog e n, hydroxyl, (Cl - ClO) allcyl, (CI CIO) allcyl 0 phenoxy, 
(CI CIQ) aUcylox>mothyloxy or (0)nS R(9); 

R(9) — is (CI C10) - allcyl, thienyl, pyridyl, thiazolyl, thiadiazolyl, imidazolyl, 
pyrazolyl or phenyl, 

e aoh of whioh is xmsubstitut e d or mono or disubstitut e d by 
halogen, (CI CI) allcyl or (CI CI) allcyl O ; 

R(7) andPw(8) 

is hydrogen, halogen, hydroxyl, (CI CIO) allcyl, (CI CIO) allcyl O , phenyl, 
phenoxyQr(Cl CIQ) alkox}inethyloxy; 



Cy is phenyl, 
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which is UQSubstitut e d or mono - or disubstituted by halog e n, (CI Clj - allcyl or 
(CI CI) allcyl O ; 

er 

Gy is GrAm; 

is R(13) R(12) (CH2)q C[W][W(1)] (CH2)q^ ; R(13)R(11) or R(15) ; 

R(12) is a single bond, O . (Q)nS - , - CO or CONH ; 

R(13) is a singl e bond, ph e nyl, thi e nyl, p>Tidyl, thiazolyl, ttuadiazolyl, 

imidazolyl or pyrazolyl; 
R(l i) is a singl e bond or SOg ri 

R(15) is (C2 CIQ) allcenyl or (C2 CIO) allcynyl; 
WandW(l) 

ind e p e ndently of on e anoth e r ar e hydrogen, (CI - C ' l) "allcyl; 
WandW(l) 

oyolioally conn e ct e d to one another are a (C3 - C8) - hydrocarbon ring; 
qand q' 

ar e zero to 9; 
Am — is NR(10)R(11); 

R(10) is hydrogen, (CI - C^) allcyl or b e nzyl, 
R(l 1) is (CI -CI) - allcyl, phenyl or benzyl; 
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R(10)andR(ll) 

tog e th e r ar e a (C3 CIO) allcylen e group, 

which is Tinsubstituted or substituted by - COOH, (CI C5) 
allcoxycarbonyl, (C2 C^) hydroxylalkylen e or benzyl; 

ef 

Asa — is pyrrolyl, pyridyl, pyrazolyl, morpholinyl, dihydrop>Tidyl, t e trahydropyridyl, 
quinuoUdinyl, imidazolyl, 3 azabicyclo[3.2.1]octyl, 

whioh is unsubstitut e d or substituted by (CI CI) allcyl. 

Am is azabioyolo[3.2.2]nonyl; 

a^H is a piperazin e group of the formula 




R(16) is hydrogen, (CI CI) alkyl, (C3 C6) oycloallcyl, ph e nyl, tolyl, 

methoxyph e nyl, haloph e nyl, diphenylmethylene, benzyl or pyridyl; 

Affi — is an azido group (0)t (CH2)q C[W][W(1)] (CH2)q' Ng f 
t is z e ro or 1; 

where W and W(l) hav e the pr e viously indicated m e aning; 
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a pharmaceutically tolerable salt thereof; an optical enantiomer; or a pharmacologically tolerable 
salt of said enantiomer. 

19. (Canceled) 

20. (Previously presented) The method of claim 17, wherein the inhibitor has a structure 
represented by the formula: 



including pharmaceutically tolerable salts thereof; 
in which: 

R(l)orR(2) 

is R(6)-S(0)n-or R(7)R(8)N-02Ss 
n is 0,1, or 2; 
and the other substituent R(l) or R(2) in each case 

is H, F, CI, Br, (CrC4)-alkyl, (CrC4)-alkoxy or phenoxy, 

which is unsubstituted or substituted by 1 - 3 substituents selected 




R(3) 
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from the group consisting of fluorine, chlorine, methyl, and 
methoxy; 

the oUti&r substituent R(l) or (2) in each case 
is R(6)-S(0)„ or R(7)R(8)Ns 

R(6) is (CrC6)-alkyl, (C5-C7)-cycloalkyl, cyclopentyhnethyl, 
cyclohexylmethyl, or phenyl, 

which is unsubstituted or substituted by 1 - 3 substituents 
selected from the group consisting of fluorine, chlorine, 
methyl, and methoxy; 

R(7)andR(8) 

identically or differently are H or (Ci-C6)-alkyl; 

R(7) isphenylKCH2)m; 
m is 1.-4; 

R(7) is phenyl, 

which is unsubstituted or substituted by 1 - 2 substituents selected from 
the group consisting of fluorine, chlorine, methyl, and methoxy; 

R(7)andR(8) 

together are a straight-chain or branched (C4-C7)-chain, where the 
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chain can additionally be interrupted by O, S, or NR(9); 
R(9) is H or methyl; 



together with the nitrogen atom to which they are bonded, are a 
dihydroindole, tetrahydroquinoline, or tetrahydroisoquinoline 
system; 



R(3),R(4),andR(5) 

independently of one another are H or (CrC2)~alkyl, 

or 

R(3)andR(4) 

together are a (C2-C4)-alkylene chain; 

or 

R(4)andR(5) 

together are a (C4-C7)-alkylene chain; 
or a structure represented by the formula: 



or 



R(7)andR(8) 




R(l) 
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including pharmaceutically tolerable salts thereof; 
in which: 

R(l)orR(2) 

is R(3)"S(0)n- or 

R(4). 



\ 

R(5)' 



n is05l5or2; 
the other substituent R(l) or R(2) in each case 

is H, OH, F, CI, Br, I, Ci-C4-alkyl, Ci-C4-alkoxy, benzyloxy, or phenoxy, 
which is unsubstituted or carries one to three substituents selected 
from the group consisting of fluorine, chlorine, methyl, methoxy, 
hydroxyl, and benzyloxy, 
R(3)-S(0)n, -NR(4)R(5), or 3,4-dehydropiperidine 

R(3) is Ci-C6-alkyl, Cs-Cy-cycloalkyl, cyclopentylmethyl, 

cyclohexylmethyl, or phenyl, which is unsubstituted or substituted by 
to three substituents selected from the group consisting of fluorine, 
chlorine, methyl, and methoxy; 

R(4)andR(5) 

identically or differently, are H or Ci-Ce-alkyl; 
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R(4)isphenyHCH2)i„-; 

m 18 1,2,35 014; 

or 

R(4) is phenyl, 

which is unsubstituted or carries one to two substituents selected from the 
consisting of fluorine, chlorine, methyl, and methoxy; 
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R(4)andR(5) 

together are a straight-chain or branched C4-C7-chain, where the chain can 
additionally be interrupted by O, S, or NR(6), 
R(6) is H or methyl; 

or 

R(4)andR(5) 

together with the nitrogen atom to which they are bonded, are a dihydroindole, 
tetrahydroquinoline, or tetrahydroisoquinoline system. 

21 .(Previously Presented) The method of claim 20, wherein the method treats or prevents 
hypercholesterolemia-related disorders of the cardiovascular system caused by raised blood lipid 
levels. 

22. (Prevously presented) The method of claim 20, wherein the method treats or prevents 
endothelial dysfunction caused by raised blood lipid levels. 

23. (Previously presented) The method of claim 20, wherein the method treats or prevents 
cardiac hypertrophies caused by raised blood lipid levels. 

24. (Previously presented) The method of claim 20, wherein the method treats or prevents 
cardiomyopathies caused by raised blood lipid levels. 
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25. (Previously presented) The method of claun 20, wherein the method treats or prevents 
coronary vascular spasms caused by raised blood lipid levels. 

26. (Previously presented) The method of claim 20, wherein the method treats or prevents 
myocardial infarcts caused by raised blood lipid levels. 

27. (Previously presented) The method of claim 20, wherein the method treats or prevents 
thromboses caused by raised blood lipid levels, 

28. (Previously presented) The method of claim 20, wherein the method treats or 
prevents high blood pressure caused by raised blood lipid levels. 

29. (Previously presented) The method of claim 20, wherein the method treats or 
prevents peripheral vascular disorders caused by raised blood lipid levels. 

30. (Previously presented) The method of claim 17, wherein the method treats or 
prevents hypercholesterolemia-related disorders of the cardiovascular system caused by raised 
blood lipid levels. 

3 1 . (Previously presented) The method of claim 1 7, wherein the method treats or 

prevents endothelial dysfunction caused by raised blood lipid levels. 
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32. (Previously presented) The method of claim 17, wherein the method treats or 
prevents cardiac hypertrophies caused by raised blood lipid levels. 

33. (Previously presented) The method of claim 17, wherein the method treats or 
prevents cardiomyopathies caused by raised blood lipid levels. 

34. (Previously presented) The method of claim 1 7, wherein the method treats or 
prevents coronary vascular spasms caused by raised blood lipid levels. 

35. (Previously presented) The method of claim 1 7, wherein the method treats or 
prevents myocardial infarcts caused by raised blood lipid levels. 

36. (Previously presented) The method of claim 17, wherein the method treats or 
prevents thromboses caused by raised blood lipid levels. 

37. (Previously presented) The method of claim 17, wherein the method treats or 
prevents high blood pressure caused by raised blood lipid levels. 

38. (Previously presented) The method of claim 17, wherein the method treats or 
prevents peripheral vascular disorders caused by raised blood lipid levels. 
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39-44 (Canceled) 



45. (New) A method of treating raised blood lipid levels, said method comprising administering 
to a patient in need of such treating a medicament comprising a pharmaceutically effective 
amount of at least one Na"^/H^ exchange inhibitor and a pharmaceutically acceptable carrier, 
wherein the Na'*"/H'*' exchange inhibitor is at least one of: 
(a) a benzoylguanidine of the formula 




\R{3) 



in which: 



R(l)orR(2) 



is R(6)-S(0)„- or R(7)R(8)N-02Ss 



and the other substituent R(l) or R(2) in each case 



is H, F, CI, Br, (Ci-C4)-alkyl, (Ci-C4)-alkoxy or phenoxy, 



which is unsubstituted or substituted by 1 - 3 substituents selected from fluorine, 



chorine, methyl and methoxy; 



or the other substituent R(l) or R(2) in each case 



is R(6)-S(0)„ or R(7)R(8)Ns 
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n is zero, 1 or 2; i 
R(6) is (Ci-C6)-alkyl5 (C5-C7)-cycloalkyl, cyclopentylmethyl, cyclohexylmethyl or 
phenyl, 

which is unsubstituted or substituted by 1 - 3 

substituents selected from fluorine, chlorine, methyl and methoxy; 

R(7)andR(8) 

identically or differently are H or (Ci-C6)-allcyl; 

or 

R(7) isphenyl.(CH2)m; 
m is 1 - 4; 

or 

R(7) is phenyl, 

which is unsubstituted or substituted by 1 - 2 substituents selected from 
fluorine, chlorine, methyl and methoxy; 
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or 

R(7)andR(8) 

together are a straight-chain or branched (C4-C7)-chain5 

where the chain can additionally be interrupted by O, S or NR(9); 

R(9) is H or methyl; 

or 

R(7)andR(8) 

together with the nitrogen atom to which they are bonded, are a dihydroindole, 
tetrahydroquinoline or tetrahydroisoquinoline system; 
R(3),R(4)andR(5) 

independently of one another are H or (Ci-C2)-alkyl, 

or 

R(3) and R(4) 

together are a (C2-C4)-alkylene chain; 

or 

R(4)andR(5) 

together are a (C4"C7)-alkylene chain; 
a pharmaceutically tolerable salt thereof; an optical enantiomer thereof; or a pharmacologically 
tolerable salt of said optical enantiomer; or 
(b) a benzoylguanidine of the formula 
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R(l) 



R(2) 



o 



N = C 



NIP 



in which: 
R(l)orR(2) 

is R(3)-S(0)n- or 

R(4), 
R(5) 



.N— O^S 



the other substituent R(l) or R(2) in each case 

is H, OH, F, CI, Br, I, Ci-C4-alkyl, Ci-C4-alkoxy, benzyloxy or phenoxy, 

which is unsubstituted or carries one to three substituents selected from fluorine, 

chlorine, methyl, methoxy, hydroxyl and benzyloxy, 
R(3)-S(0)„, -NR(4)R(5) or 3,4-dehydropiperidine 

R(3) is Ci-Ce-alkyl, C5-C7-cycloalkyl, cyclopentylmethyl, cyclohexybnetiiyl or phenyl, 
which is unsubstituted or substituted by one to three substituents selected 
from fluorine, chlorine, methyl and methoxy; 

R(4)andR(5) 

214 



identically or differently, are H or Ci-Ce-alkyl; 

or 

R(4) isphenyl-(CH2)m-; 
m is 1,2,3 or 4; 

or 

R(4) is phenyl, 

which is unsubstituted or carries one to two substituents selected from 
fluorine, chlorine, methyl and methoxy; 

or 

R(4)andR(5) 

together are a straight-chain or branched C4-C7-chain, where the chain can additionally be 
intemipted by O, S or NR(6), 
R(6) is H or methyl; 
or 

R(4)andR(5) 

together with the nitrogen atom to which they are bonded, are a dihydroindole, 
tetrahydroquinoline or tetrahydroisoquinoline system; 
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n is zero, 1 or 2; 
a pharmaceutically tolerable salt thereof; an optical enantiomer thereof; or a 
pharmacologically tolerable salt of said optical enantiomer. 



46. (New) A method of treating raised blood lipid levels, said method comprising administering 
to a patient in need of such treating a medicament comprising a pharmaceutically effective 
amount of at least one Na^/H"^ exchange inhibitor and a pharmaceutically acceptable carrier, 
wherein the Na'^/If*' exchange inhibitor has a structure represented by the formula: 




including pharmaceutically tolerable salts thereof; 
in which: 

R(l)orR(2) 

is R(6)-S(0)n-or R(7)R(8)N-02Ss 
n isO, 1, or2; 
and the other substituent R(l) or R(2) in each case 

is H, F, CI, Br, (Ci-C4)-alkyl, (Ci-C4)-alkoxy or phenoxy, 
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which is imsubstituted or substituted by 1 - 3 substituents selected 
firom the group consisting of fluorine, chlorine, methyl, and 
methoxy; 
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the other substituent R(l) or (2) in each case 
is R(6)-S(0)n or R(7)R(8)Ns 

R(6) is (CrC6)-alkyl, (C5-C7)-cycloalkyl, cyclopentybnethyl, 
cyclohexylmethyl, or phenyl, 

which is unsubstituted or substituted by 1 - 3 substituents 
selected from the group consisting of fluorine, chlorine, 
methyl, and methoxy; 

R(7)andR(8) 

identically or differently are H or (CrC6)-alkyl; 



R(7) isphenyl-(CH2)m; 
m is 1 - 4; 

R(7) is phenyl, 

which is unsubstituted or substituted by 1 - 2 substituents selected from 
the group consisting of fluorine, chlorine, methyl, and methoxy; 

R(7)andR(8) 

together are a straight-chain or branched (C4-C7)-chain, where the chain 

can additionally be interrupted by O, S, or NR(9); 

R(9) is H or methyl; 
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or 



R(7)andR(8) 



together with the nitrogen atom to which they are bonded, are a 
dihydroindole, tetrahydroquinoline, or tetrahydroisoquinoline 
system; 



R(3), R(4), and R(5) 

independently of one another are H or (CrC2)-alkyl, 

or 

R(3)andR(4) 

together are a (C2-C4)-alkylene chain; 

or 

R(4)andR(5) 

together are a (C4-C7)-alkylene chain; 
or a structure represented by the formula: 




0 NH, 



including pharmaceutically tolerable salts thereof; 
in which: 
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R(l)orR(2) 

is R(3)-S(0)n- or 

R(4)^ 

o,s 

R(5) 

Nis 0, 1,0x2; 

the other substituent R(l) or R(2) in each case is H, OH, F, CI, Br, I, Ci-C4-alkyl, C1-C4- 
alkoxy, benzyloxy, or phenoxy, which is unsubstituted or carries one to three substituents 
selected from the group consisting of fluorine, chlorine, methyl, methoxy, hydroxyl, and 
benzyloxy, R(3)-S(0)n, -NR(4)R(5), or 3,4-dehydropiperidine 

R(3) is Ci-Ce-alkyl, Cs-Cy-cycloalkyl, cyclopentylmethyl, 

cyclohexylmethyl, or phenyl, which is unsubstituted or substituted by one 
to three substituents selected from the group consisting of fluorine, 
chlorine, methyl, and methoxy; 
R(4) and R(5) identically or differently, are H or Ci-Ce-alkyl; 
or 

R(4) is phenyl-(CH2)m S m is 1 , 2, 3, or 4; 
or 

R(4) is phenyl, which is unsubstituted or carries one to two substituents selected from the 
group consisting of fluorine, chlorine, methyl, and methoxy; 
or 
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R(4)andR(5) 

together are a straight-chain or branched C4-C7-chain5 where the chain can 
additionally be interrupted by O, S, or NR(6), 
R(6) is H or methyl; 

or 

R(4)andR(5) 

together with the nitrogen atom to which they are bonded, are a dihydroindole, 
tetrahydroquinoline, or tetrahydroisoquinoline system. 
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